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5- [4- [ [3-X^U-4-/j-*7-3. 4-i/tKP-2-+t , /'J- 
;H * h**>] 7i-;^fb>] ?7V l )*»-2, 4-^*7;&tf*(BJg, 

5- [4- [2- [2->^;U-4-^V-3. 4 - v t KP - 3 
•J-;U] i h+->] 7ii;Mfl/>] ^77'J5?>-2, 4-^;j->;&l/-£<D 

5- [4- [2- [2 -X*JU- 4-;Mr7-3. 4-vtKP-3-^7 
g-;U] ih+y] 7i-i^fb>] tF7VMv>-2, 4-v*7;&lR0> 

5- [4- [ [3-*^;U-4-;J-*7-3, 4-S5t KP-2-*^l/U- 
JU] > h + y] -3->h4v7i-^fb>] f7 , ; , Jv>-2, 4-v#- 

5- [4- [ [3-^^;U-4-3t-+7-3. 4-i?tKP-2-*t , ./ , Ji 



(19) 



5- [4- [2- [2->5 L ;U-4-^-4rV-3. 4-i?t KO-3-*t!/ 

5- [4- [2- [2-X^JU-4-;J-*V-3. 4-S?t KP-3-*t!/ 
■jx;u] xh+v] 7i-JMf/H f7 i ;'Jy>-2, 4-v^">, ^-h'J^ 

5- [4- [ [3-**/U--4-3j-*V-3. 4-*;tKP-2-*tVUi 

5- [4- [ [3->^;U-4-^V-3. 4-vtKP-2-*t'/'J- 

2 4. Sttrt^i: L-C<Dii#0>®ffl3l2 1 JllzlH^CT)^^, S^H^WIz 



(20) 



m^Mzm^Lo 4>mm\to*to* atxcn&***r *k*wi=**l 5 



XttMiti (dyslipidaemia) , MME.. SifrRftAU IkXSTn-n — 

ffo&wm&mm (pcos) . mmffifc*-? 



R 2^- -^(CH^-O— Ar 
R 3 




(I) 



(21) 



-<>xy >*ftittt % fci^&®miz&^TZ<D±m&mftm$&mt&<<y 
ztzMzmK mi%ui2m^&<D<<>x i )>zft : &L. zammtfte^m-enz 

It. «^U3-xaS*<j&«W(citlDL, ^S^lcjglSf $featH<D*(ctt 
s mi4ffi^*<*®<DPp1gl-efcy, BEiS, ElfiLE, illiiifil£ (J.CI in. Invest. ( 
1 985) 75 : 809-81 7;N. Engl. J. Med. (1 987) 317: 350-357 ; J. CI in. Endoc r i no I . Metab. . 
(1988) 66 :580-583; J. CI In. Invest, (1975)68:975-969) &tftea>Wt±£0ft£ (ft 
lttiiliW0 9 5/2 1 608) Z$#)tzm*<»mi%\zM&tZ>o -f >X "J >fc£la 
ttai/li3-r^ta'r>X'J>lfllSlctt > HESL SjUlS. 7xP-ASHb3£;&tf 2 

^•;>fitatttflE3i, EJfllE&t/TV^tCD^Ii, *«*Ji1£y >*£&f* 
-X (central pathogenic Syndrome-X) i: >X y r/&$a14£W1-£*E 

«»tLTBa***ir^* 0 mux, zmmmm&mm mmmwoss/ 

0 7 69 7) % j&B (ftI*WSSW0 9 5/3 5 1 0 8) , 85£ (Behavioral Bra 
in Reseach (1996) 75: 1-11) ^iptomm&OftWlt LT-f >X y >&fit14£*r 

o 

:>ttm®*i»KStt£as < fcmmm%m<D*nMtem'S:mz'D^x mfsizs. c s 

■tf&Sifi. Takedali, it (II) <D5- (4 -T ilz\*ci,l^V)\,) -2. 4-^ 



7V/M V % sVt><D®&KVlhZit£m<Dmztzm£mm Ltz (#K8X3iKChem. 
Pharm. Bui 1. 1982, 30, 3580-3600) 0 it (II) |cfclvc % VI*a&XI±&©&<Z>- 

U-O-V-CKa— y — f 



( i ) R^**XI*^b**»*«L<tt^-rna»»(#^li1B»aFti5* 
-Cfcy. m^OXtt1T?&y, n/)<1 ~3(Dg&T'fc£xi: (Ila) <7)S 0 :tlb 



(ii) R 1 at/R2/)<^i:-efc^^xi*^orfcy, #*7k3?txf*ci-c57 

^*JU*»U R%7K^ 7S/;i/g, (C1-C6) 7;U=J**>*;U*-;UgX 
l±77;U^U*^-;UST?fe y , R4- r5^ C-Cfe&^XIigfcoTfc y , 
&*7Kfft, Ci-C57^>UXIiCt-C57;ua4 : ->XT?fc'5A\ XI*. R 4 , 
R5^-^lC^oTC 1 -C 4 7;U>T>i;^-+^S$aL, r*<K 2, XI* 3 V 
fey, W^CH 2 , CO, CHOR«I ({I L, R 6 !*, R 3 lZ^LT^Lfc«@ 




C*ibaMfc£*fc)0)0iJ!i, iC (Mb) vmZtiZo 




(23) 




Zhh><Dit£yt<Dm\ts (lid) VfjiZftZo 




iii) Al*<S^XIiilS^CD5f#^xP^S$aL, Rltf**IS^ 7)l> 

0)lBH(DS»$a-riC (He) (Dg 0 Ctl&©ft^«li. KHflftlWMflSSO 3 0 
6 22 8»=|fl5S£4lTl*<&. . 

A* — N — (CHgJn — («e) 

coMtafcoflH*, a (i if) -zmztiZo 




iv) YA<NXI*CR5^SL, Rl v R2, r3, R^XSR^tKMs 
7^l/ft«L, R 5 rf)<7KfSL 7)\,*)Us 7«J-;U*£«U n />< 0 b 3 0) 
Mt**fr*-ft dig) Ztl&flMb^&f*, 8kM1«Kttim0 6049 8. 

3(::Bfl«3*vc^<&. 



(24) 




(IlB) 



.oit^omits a (iih) vmzti* 



o 




CO 



V 

H Glh) 



0 



(Mi) 

W-0-V-CH 2 -A-f 

B' NH (I") 

T 



viig&XlifcS&tf) -MOT 'J -;uxi*^t- P7U -;ug£ a 
v) r# (C1-C6) 7;i/*;u£, *>*n7;MrJUS, 7'j;u, ^i-Jk fi 

*PT?fc£5e (iij) a>g, 

c*ut>0Mb£$iii, *@#lfS&5 o 3 7 8 4 2 less** tin**. 

X 



ctib(D^tia)«yii. a (ilk) vmztiZo 




(vi) Al#S»XI*M&^#fc^xnSg$£U R* Til* 

• )i&s rejigs T^ji^jim <mu ru-;uaj^ii. E&xi*&ta&. xi* 

f3C (III) <Dg„ C*lf,<0^1Jlli, m^ttiISWO92/02520IZ^$ 

R' 

A'—N-(CH 2 ) n -o— (H 1) 
Ztlt><Dit£®<DM\ts it dim) T^$tl*o 

o 

rvv 9 " 3 J0O^J nh (»m) 

I JL VN-(CH 2 ) 2 -cr^ u> { 

(vii) r1*<tK^ (ci-ce) 7;Mp;u % (ci-cs) 7;t/=i*Vs b l Jy 
^^i/Tffey, xfimmjumnv&tt ci in> at; ci io> <»m 0 zitih<oit 

CH 3 R 
(Hn) (Ilo) 

ztitoitsmomit, ^(iip)i^$tL-5o 



(26) 




*M£ttStf! [*-T 'J >tt#ttKtt»R* (N I D DM) ] <0%m<Dfrtb<D 
c ti b L5<5> »IK3Hb&ft& cfibXfidftb <D MS® ZHmt 

b©ai*iitti*, ctib^^i*. ctLb©n^wi^§L5^ c*ib<on 
#L5^^&t;wHb(7>^wici^La^^^b^<Dsait^$^^^ 

*&WC)Mlcffe<Z)lfl<ili % -65^ (I) flj>fls*» % C*ib<DS£fl14fc, -ft 
baittlttif*, C*iba>£fl2fc, CHb<0«, »tt«Mb^«JXI4Ctlb©fi^ 
$3$» 



(27) 



mom** t km x -t * s^naa** § n t v & * . 

z 

K V-/-N (CH 2 ) n _0-Ar-G OH) 
R 3 



<IU GI*-CHO, -NO2, ~NH2, — CH = N HOH, -OH2N 
HOH, -CH2N (OH) CONH2XI*-CH2CH (J) -COOR ( 

S^o ) ^g-To X, Y. Zs RK R 2 . R 3 . n&l/ArliiC ( I ) T?5£ 

*^a)T^/'j^>^>^fti*-lftjC (i) **rr*. 

R 1 N 

X?< X Z R* O 

R zA- -^(CH^-o— at-L. 



±IHiC (I) lCfcl>T> X. YXIiZOM Orf>tC = OX(iC = S£^U X, 

Y&tfz<D8ya<c=xiic = c£a*rf, rK r2&i;r3|£x, y^l<i± 
z±, xi*s*iti*±©a-cfcy, rK R 2 ai;R 3 iii^i:-efcort, xi*n 

■9"-f^U;U, ^fOT'JHk ^fP77^+;k 7v;u, 7->P+v, t Kp 
**>7JU*;U* 75/. 7v;i/75y, 7'J— ;U75/. 75/7;MrA/, 7'J 
-;i/***X 7JI/3*$/AJM5-/k 7;U*JU75A 7;i/3^v7;i/+ik 7 



(28) 



^&a***i*ftsiciaift**ifc**ai-A^ <iu rK R^itRHmmw. 

lt i^umi Ltzm* t -mzts o r 1 VL±<D- s$ss£*rr t> 4 b 7 0) 

R 2 &i;R 3 ^aL5^<z)ii5ii:s. «itft h*p**x Apyx xi*- 

hP, XI*7;U*;U. *>^P7JMrJk 7 n> *>>7P7^=]**X 7'J- 

75;u*;k Afo^^ 'j;k ^f-P7'J-;u. PT^i^ik 7*> 
7*>P**X t KP4rv7Mr;k 757. 7*>;i/7 5/* 7'j-;u7 5y 
. TS^T^k 7«;-;u^v, 7JUP**>rt;M?:=.;k 7;u*;u75/, 
7;u=i*S/7;Mr;k 7;u*;u**\ ^*7>Mr;ua. *;u^>^l<i*^(D 
xiix;u^>^L<ii^a)§l«^bS^**L^<, a (i) r- (c 
H 2 ) n-o- «IU nlil~4<0@ffl<7)g&-efeao ) Icj: y 

Ali§3§JSB-X(iCR5g (mLR 5 l*7K^ mp^X Xli, x^u s 

&mtz>o ) zmt* Bits AtfcRH'&zms. BjtJK^xaiiftff^s 
Bit. Atfw.mm*x-&z>®'£s mmi%=?-zmto 
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S*No. 


X 


Y 


rw 
L 


i 

1. 




— p 




*> 




p— 


sap 


J. 


cap 


Vrf — W w — O 




4. 


-C 


c=c 


CO *'* C=S 


5. 


c=c 


c=o «•* c=s 


=c 


6. 


c=c 


-c 


c=o «« c=s 



s o 

t N R \<. N >>^ S 



0 R 3 ' 



R 1 n 

R if 
o 



- ho : m&xf*atM& (ci-c 12 ) yj^jim. ftizmmxitft®. 

Ltz (C1-C6) 7;u*^g, Mz-lt**)^ x^u. n-^ne;k -<v^p 
^□^□e;u, v^n^^u, *>^p/<>^;u, '>^p^^rv;m : v<7pt;u 



(30) 



feot, ^77;u*;ug#m&£*io£t(D : Afn7'J-;H, mtftf'Jv 
u-jug^m&^tiaata) : ^-rP^ ^7'J;US, «ittf7S?US?=i;k tfp 
ot, M7y-;u**vg#fi&£ft5&£0 •. 7;m*£/;*>;utf-;u, fll*!* 

tf&M\zW&Ztltz?i:;**sl3}\,#=.)l; 7M-;U75/g, 0J;ltfHNC6 
H5:7SyS:75y (C1-C6) 7;U^U ; t KP+v (Ci~C6) 7JU* 
;U: (Ct-06) 7^3*v^;J- (Ci-C 6 ) 7;Mr;i/ : (C^Ce) 7i\>*)\, 

ft:7v;H, «*.ii7-fe*;u, ?p fcf;J--ji,xi*'<:/V'f ;k tfcot, Si 

7»>;USA<Blft*tia4t© : 7v;U7 5/S. 0«*.l£NHCOCH3. NHC 
OC2H5 % NHCOC3H7, NHCOC6H5, 7^U3*vrt;i/*-JI/7 5/g 
, -!5y^liNHCOOCH2C6H5, 7;U3#$/*;U*K-JU7 5 J flW^li N H 

cooc 2 h 5 , NHC00CH3H : *;i/^>^L<ii-5-0)^i*, 0H;ttfc 

ONH2* CONHMe, CONMe2* CONHEt, CONE t 2* CONH 
PhU, -efcoT, li*;U7K>^S^fi^$tl7^ : tO(DJ:dnf75 K : 7 
i/;i/t*vl, 0l];Ll£OCOMe, OCOEt, OCOPh^, tfeot, ftS 
izW&ZtlZkO) : X)l,t>ym.%L<\t*<DmBWs 0y*l;£SO2NH2, S0 2 
NHMa, S0 2 NMe2, SO2NHCF3H, tfcot, ^XJl/TtO&^gfttf 

rK RZxitRHtmmm+izw&ztiTi^ms, rK r 2 &vr 3 &. (c 

i-c 12 ) 7;u*;ug, #(::EI£:gL<i*#«L*: (Ci-c 6 ) 7;u*;ug, 01 



(31) 



x*;k n--^ne;u. -fv^ntf;k n-^;u, -fv-^;u 

. t - 

??-;u£3? : S/^n7;Mr;ug, fl];ttfS/£p:?Ptf^ ->^o^;u, *>£o 
T^^/uS, mi£*>v;u:gL<l*:7x**;u : ^tP7'J-;uS* 0>J;ltf 

/*i/*;M*-JU ; 7S/ (C1-C6) 7;U*JU; t KP*V (C1-C6) 7/U 
*iU;^*" (C1-C6) TJU^U ; Xfi7'>;US. flfctfT-fe^k ^P tf^- 

Rl, R 2 &tfR 3 l::*oT££;h*g*<g&$;h,ai§^ ^g&gl*R 1 , R 2 

&i;R 3 ^a-rctib<DSi:^i:sA^s^$*i. /\py>> tKP 

xii-hp» xi*. 7;u*;u, y^P7;i/+/k 7;ua**>> ^pt^ 

7v)K 7S/P*v, t h'P4i/7Jl/4Jk 75/, 7v;U7S/, 

7U-;u7 5>'. 7$/7J^;k 7'J-mv, 7;un*v*;u#-Jk 7 
;Mr;u75/. 7;up*v7;Mp;u. 7JMr;u*tf\ ^*7;u*/ug> *;utK> 

R 1 . R^^R^MtLA^O^^Lfc^ltllT^-^lc/.iror, Ctiblr 
7n;k i-y^s ^1-;^ ep'j;u, **W7 



(32) 



®«ag±<©mftStt, R 1 , R 2 &UR 3 0)M^«!:^i:S^b^ 

*©fltt, /\ay>, t;u+ju, i/^P7;^. p 7;u=j* 

tKa+«X 7v^k 75/P**a fcKP*i/7;U*ik 75^, 7vJU 
75-/, 7'J-;U75y, 75^7m, 7«;-;u^v, 7JUa*i/*JU>K 

R 1 , R 2 &t/R3^£;h,£gj!><S&£*i£i§£, M&£ttMP<f>, mp 
7JHPJI>, /\P7^3^X &tf/\Pi/*P7;U3*S/ «IU /\Py>lS^tt 

r 1 , RZ&xfRtofthtfz^tfmsLtzmmm+t-mzuox* ctnoiz 

(CH 2 ) n-O-te, BJMKMttLT, Xttx, YXI*z$^Lt 
IS££*ld£o S»nli, 1fr&40>tiH'e&Uft. »*L<linli1 XI42-C? 
fc*. tt^Stt. S^H-?-$1>Lr, XI4Z (ZI4=C$a-To ) *^LT«* 



(33) 



otI$ti«S±fl)lMii, ®mxii^«Lfc (ci-c 6 ) t;u*;k (Ci 

-C6) 7;U3+v. MP>f>, 7*>Jk 75/, 7v;U75/, Xli* 

o 

M^Amzits ^XIiCR% (r5|***S^, /np^>, i£$7;Mr;u 
Safety 3 XI*R 4 £-i&lc&oT&££}&ric-t&o ) A<££*i£o 

as^b ££*r-r zmwmm&izit 2,4- 5?** v***7'j 5 - 

-Ok 2. 4 - 5?** 7*7 % / MS?:/- 5— Ok 3. 5-v**V-1, 2, 

A&t;B$^-r*s«jtA<2. 4-i;^v^7 t / , ;v>-5-^;us-efc 



• (34) 



, 3§«JT*ab^li. *;U^*>SO)^ m^LlfT^Z-^^ T)l1l l )&m&:7 

x-K **>x;u**-K ^7i-K tUvl/-h, t KP+i/t7 h 
x-K K>-t:>x;u**—K 7XaM-h, ^V-tzP/fcX^x— K >rh 

5- [4- [2- [2, 4-^^-6-^*7-1. 6-5?tKB-1- 

t'JS^H xh*v] 7i-;Mf;H f-TWi/y-z,. *-*>*y&x* 

5- [4- [2- [2-X^;U-4->^;i/-6-^"*7-1 , 6-vfcKP 
— 1 - e U xMr$/] 7x=JM*jU] *77'Ji»-2. 4-$?* 

5- [4- [2- [4->f^-2-^n^-6-t+y-1, 6-vtK 
□ - 1 - 1° 'J 5 v-;U] xh*v] 7ii)Mf)b] ^77US?>-2, 4-v 

5- [4- [2- [2-^;i/-4->^;U-6-^"*7-1, 6-i?th'P 

5- [4- [2- [2-I^I/-4-7i-^-6-t*V-1, 6-vtK 
P - 1 - tf U 5 v-;u] Xh*v] 7i-;^f)H f t 77'Ji/>-2. 4-v 



(35) 



5- [4- [ [3-^^;U-4-^+V-3, 4-S?fc KP-2-***/y=. 

5- [4- [ [3-X5 t ;U-4-^V-3, 4-vt KP-2-^y»J~ 
5- [4- [2- [2->^;U-4-^-^rV-3, 4-ytKP-3-+ty 

5- [4- [2- [2-X*;U-4-7MrV-3, 4-vt Ka-3-^t 1 / 



5- [4- [2- [6. 7-i?> hJFi/-2-If;i/-4-t+V-3, 4- 

4-v*>&tf*a)&. 

5- [4- [2- [2-X^-4->^;U-6-^+V-1, 6-vfcKP 

- 1-e'J5v-/H ih+y] 7i-JMf;i/] **-*7'J v>-2, 4-v 

5- [4- [2- [4-pt^;U-2-^Pt°;U-6-^-4V-1. 6-vtK 

Xh^rv] ^-9-yjv>-2, 4- 

v*>&tf*a)ig, 

5- [4- [ [3-^^;U-4-^"+V-3. 4-'>tKO-2-*t»;iJZ 

2- [4- [2- [2-x*;U-4-;t*;i,-6-3MrV-1. 6-S?tKP 

- 1 - tf'J = V-JU] XMFis] 7xx;U**;U] - 1 , 2. 4-Wv7V 

2- [4- [2- [4->^l/-2-^ae;b-6-t*V-1, 6-vtK 
p-1 -tf'J5v"x;u] ih+v] - 1 , 2. 4-tW7 



(36) 



2- [4- [ [3->*;u-4-;f-*y-3. 4-S?fc Kp-2-*±7'Jx 
;U] > h**>] 7i^Mf;i,] 1. 2, 4-^-4r-9-^7l/«Jv>-3. 5-S? 

5- [4- [2- [2, 4-S/>^U-6-;J-*7- 1 , 6-i/tKO-1- 
tf'J 5 v-JU] ih+y] 7i=;MfU>] *7l/'Ji*>-2, 4-v^f">S 

5- [4- [2- [2-X^jU-4-^^;U-6-^-+V- 1 . 6-vfcKO 
- 1 - t 0| J =v-JH l^y] 7HWfl^>] *7!/y$»-2. 4-v 

5- [4- [2- [4->^;U-2-^ae;i/-6-^4rV- 1 , 

n- 1 - tf'J s v-;u] ih+>>] :7xx;u**u>] ^7i/'JS?>-2, 4- 

5- [4- [2- [2-IfJ!/-4-7i-JI/-6-t*V- 1 , 6-S/fcK 
□ - 1 -e'J 5 V-;U] Xh**>] 7i2iMfl/>] f-7yj^>-2, 4- 

5- [4- [ [3-^;U-4-;Mr7-3, 4 - v t KP- 2 -**"/»J - 

5- [4- [ [3-X*j|,-4-;MrV-3, 4-vt KP-2-^yjX 

;u] > h*v] 7i-;^fu>] ^7 v /'jv>-2, 4-s;*>atX*©** 

5- [4- [2- [2-**;U-4-3f-*y-3, 4-5?t KP-3-W 
«jx;u] xh*->] 7i-;u^^b>] f7 4 ;'Jv>-2, 4-v* 

5- [4- [2- [2-i^;u-4-**y-3. KP-3-+ty 
■J^U] xh*i/] 7i-JMfl/>] ^7 % /»JS?>-2, 4-S?*>aUt-t© 

5- [4- [ [3->>iU-4-**V-3. 4-$?fcKQ-2-**- % /'J=. 



(38) 



R 1 N 



Y-/-N I (PHah— O — Ar-G ( Ul ) 



R 3 



(CH2) n -0-'J ^ti-lt^m^lZ^^tls GI*-CH0XI*N02 

zoxmit, -flftse civ) nits®** 

* N f (IV) 

<IU X. Y s Z. R^ R2&t/R3|iife|^mLfeiiyi?fcy. Hjgi^ 
-fcsC (V) OUb^t&ffrf&o 

L 1 - (CH 2 ) n-O-A r-G (V) 
{§U A rSi;nli$fe|C^gLfcjiyr*fcy. LlliCI, Br, I<D<fc 

i*no 2 , s^a^„ 

HM (III) <DitG®*®&tz1t)<D-1Blj& (IV) aMt£«Ji:-»a (V) <D 
<b£^£tf)J5JSl*. DMSO, DMF, DME, THF, v**-*>, I-xJU 
If, XI*Ctib<DlSa^#<D<fc5<Cii^C0#STr*fft>tL5§o SLZlt. N 2 s A 

r % H e <D& O ttfS&tiX Zmi^Z Z t IC <fc «J *tft£*l5 ^SttUfflftT"? 

fifcJia*. £J£li, TKSMb:*- h 'J ^A, TKIHb* 'JOA(DJ:-5fc7;urt & 
»J ^ACDJ: 9 ^T;ix* >j&B*X<bft : n - 'J ^ AO) J: ? 



(39) 



-efTfrfiS, ^SO)Sfi. it (IV) ^b^0)M^S^i3Lr 1 *Nb5Hfta)®5 

Ms #£L<(4l/>^3 3|g<D®H(&iSg<DfiT?fey (IV) 

S^Slc Ln^b3 ^§<J>, ^b 'J ^IxO*. => UT)\*-h M M/\d? Xbtt 

<(*1 5°C^t> 1 0 0°C(D©ffl<DSJtT?fTt>+l5<5o J5ffcB#rif]l4, 0. 2 5fr£> 
2 4 BtfSL » $ L < I* 0 . 2 5 a> & 6 ftRSkDSa-Cfe y 5 &o 

fc-tta (iii) 0*Hi&(f>ffli*(4, -*st (vd ant**** 

X -f-(CH2) n — OH m 
R 3 



<IU X, Y, Z, Rl % R2, R3»t;n(**l=3t«LfcjiyTffe-6, 
-laS (VII) ^b^ifi(6"T*^tlcj:yaiji-r-5^i:A<T?tS. 

L2-Ar-G (VII) 
fflU L2|*/\py>j®^T?*y, GliCHOXfiN0 2 ST^y, Arte 

a (III) ^b^^f#-5fc05C (VI) Oft^ta (VII) 0Hb*mta&Z 
14, THF, DMF, DMSO, DME*©«fc5fc»tt©#£T*fT:b*l94. 
=FjStt#Bam^, N 2 , ArXttHe©J=9«:^Stt*rXfZj:y|H#L5«. 5 
(614, K2CO3, N a 2 C0 3> NaH0)«k9«:tt»?FaET1?fT*3*l-6. Kf&Sg 
14, 2 0°C^C,1 5O o C0)f5B, »£L<(430j&*£> 1 0 O^C©ttB©fflSl?ft 
y 3 *5£B*Mr4« 1H2 4 ftlBL L < (4 2 & 6 ffi£\V y 5 <£. 

*&HJj<Dtea)&«T?l4, G/j<CHOXI4N02Srfe*-fifl[S (III) <D$r8tfc 
*fBl<*l4. -AftiC (VIII) aMb£133£, 



(40) 



V "T« CH 2)n L 1 (VIII) 

2^- J~N 



fflU X. Y, Z, Rl, R2, r3 % n a^LlttjfelcS«LfcayC** 

o 

-«st (ix) <Dfc£*£jE«**c£fcj:y«ift3*i5*. 

HO-Ar-G (IX) 
<§U GI*CHOXttN0 2 S-Cfey, A rlifclC^gLfciiyCfc*, 
jC (III) aXbgft£ft«fc«><D£ (VIII) 0fc*tt£St (IX) <Dib£®t0 
£j£li, THF, DMF. DMSO. DM E^Xlt Z ft bOmGVMD «fc "5 
<D#£T-emtfL5i>o fiffcl** N 2 . Ar, XI*H e 0<fc 5 fc*S£t£#*£ffl 
urm^^^dS^JSttHH^T'^+id^, E(6I*> K 2 C0 3 . Na2C03, 

2 0°C~1 2 0°C<D$gffl, #£L<I*3 0°C~1 OO°C0>©ffl0);£Jt-efcy 5-5 

*s6bj?i*, -aaa (i) 'a>mmttT*s*)*j>*j*>nm** ztitnoOK&m 

Ctif,0)li^Wlc^L5^it^b^-(?fcor. R 1 , R2 % r3, x, Y, 
Z, nMA rttffe|C^Lfc®yefcy, AliCRS (£U R 5 l*R 4 ^-iNl 

ic^or^^s-ro ) BiifistxiiM^^att®, auf, a ( 
GA<cHos^a-r5feiw#tif=-aa^ din <&«r&fc*iisH*£, 2. 4-^ 

oTSfS*I^M$tl^*^^L, (X) ©^^^^^zt^mfis-r 

So 



(41) 

R < 2 

% T^NH (X, 

o 

<IU R1. R 2 . R 3 , X, Y, Z s n&t^A rfiSfelcSlLfciiyefe 
A<CHOST*fc^-|ftie (III) 01bM&2. 4-f7 4 /'J v>v*>XI* 2 

L(lleat), xii^<>-tf>, h;n>, y h*vi* / -)\,JUtzixbOM£® 

<DJ:9<t»aa>#ttT-CfT*5*l*. SfESJtli, &ffl$tL£&&l::fc#LT8 0 
°Cfrb 1 4 0°C(D®H, XI*. 5C&*^^- h U ^A(D#ST, jg&fcL-em? 

ti^Jt^ici*, 8o°c^bi 8 o°co>effl-efey 9-i>o tf^y v-Wtf- 

h£ L < te'O'/x- K h 'J ^AXIiM&ttS^OU 9 «a«l«:tt« 

^-h'J^AIijg^L-effiffl-rS^t^ff^Ll^ £J£T-£j*Lfc:7M*. fflaJi 
, x<f->X*—!7 (Dean Stark) *»*»*'ffll^T, Xli^E l/Jpa^-v-:? 

±a!a)^;it?f#btLfc-®[S (x) axb*«j*^ttfl!)^ai=j:ya7cL, -» 

iC (XI) «Mb*fe$ift* 0 

\* -f— (CHaJn— O— Ar v /? 



fit. rK r 2 , r 3 , x, y, z, nxi;A ri*fti=je«Lfcaye* 



(42) 



-Aftst (XI) 0)it£Wt. R*tf*mv&*>). AA<CR5 (iU R 5 l±7K^fc 

So ) T?*y. -te(DfE^5ticssLfcjfiyT*fc*-flfts (i) oit&tozmt 

o 

-ma (xi) «Mb£»*#*.S5* (x) oit^momiLit. *mxx&ispd 
Rh/c, p t/cm<D&?tjiMi&<Dn&Tvfit>*iZo vmomGmz 

1 o%Pd/ct-fcy, ^ffl$ti-5ft!!i^a)fi(*5o~3oo%w/wa)i5HT*fc 

**W©«l«>»*-Ctt, -Jtft5£ (I) 0fc£ttl4*fc, ftlzMLfcHttSW 
lll)Ofls*«t-»SC (XII) 0<kM&5iSr*Z&lc*iJS&3;ti?£. 

R 4 

MO —Ar L £ 

A """A 
I NR 

o 

fflU R 4 . A. BfttfA rl*JfefzS«Lfcayc*y, R 6 li7k^XI*S 

am ©fcattfcfcafcaoa cvi id oMb^^ta (xid 0ibfr*££ 

14, THF, DMF, DMSO. DM E*XI4ZJh&©££*0«fc 5 
«LfcW*5*l5*. SC5I4, N2. A r 3U4H e (D<fe 9 &3s£te#X£Eil^T 
$H#$tiS^JS14HfflSvT-Cfrt?*i5So KJCI4, K2CO3. Na2C03XI4N 
aH ( XltZft*OM£®0)&otsmm<OttTVftt>tl?Zo J5J£iSJ£l4, 2 
0°C~1 2 0°C<Dffiffl. #£L<I43 0°C~8 0°C(Dlaffla);£JgT?&£„ Kf&B* 
MI4. 1~12B«B, #5L<l42A*b6B#(a<D$6l8T?fc*o 



(43) 



*%w<D%.iztii0®mv\t. - (ch 2 ) n -o-'J>*-^ mmm?-\z&£ 

**iTt,^-a&st (i) aMb£&ii. 5feicft?>#ifc-tta(iv)(Dib^«j*-tta 




(I) Oib£®2®Z>tz#)0& (IV) ©ft^Hifc-nast (XIII) 0Mb 

£V!tO)fa.1&\*s THF, DMF, DMSO s DMEU, XltZh h><OM^O 
&5te%&<Dn&TVfit>tl& 0 SfSl*. N 2 s A rXI*H e (D J: ? fc^Sfttf 
X^fflt^Tll}#$tl^^ ^ SttllBBm■l?^Tt5tl9*, JSfSl*. 
XlCTK^b* 'J -5 AO) J: 5 tiTfriJ 'J ; h l J A, 'J «t7 AO) J: 

9^T;u*'J^M*-7K^-h ; TK^b^h'J^A^^a'ECT^^'J^JiyNT-f 
K : n-^U'J^^A0)J:5^^Jl^S; 7-*5 K©* 5 #7;U* M£ 

rst&mz&mLoZo i&g©*i*, -i^bsiia, #*l< 1*1^*3^0)11 

HT'fcy 53o 1 ^bS^ScD^b'J^^Aro^d^T^^'J&S/NPyXb^ 

<I*2 0°C~1 0 0°C<DffiHOSJg-efcy SfC^li, O. 5frf>24B# 
Pal. #£L<l*0. 5^P> 6 fl#K<D|gffl7?fc 
*f|B^CDMICte<7)SlfilT?l*. Rl % R2, r3 % x, Y, 2, nSt/Ar*<$felC 

MLfcayca&y, R**«7K*T?fcy, A*<cHi?fcy, Bj&<sxiio£g-t 
-aaa (i) oitsm*. Httse (xiv) ©ft^tti. 



(44) 




j — (C H 2 ) n — O-Ar— C H 2 — C H-COOR 

S 1 i 



(XIV) 



<iu rK R 2 . R 3 . X, Y, z s n&xSAritftizmmuzmvvto 
fey. Rli&3R7;u*;ugT?fe£o 

-naa (xiv) (Ditsvatmmxitttmmtn&fcit. m®. *$/-;u % 

x$y-;k -Jo/is— *y?D/</ — ;k 2-/ H*»>?*/— ./k £a> 

NaOAc, KOAc, NaOMe. N a O E t J: 9 fctfi££ftffl L 5 <5„ 
il®. 5l#«l^T, 2 0°C^b1 0 0°CT?SPS^^^K(D«J:9^ai;Ki:«ia-r^ 



J*<fc Kn*vgT?fc£-Aftie (XIV) 0Mb£tt(*, J *</\ny>JI^r'fe-S 

-sasc (xiv) (Dit-smz. 2o 0 cti^ioo 0 c<Dmmo);&mvfr&7)\,i3*)$ 

j*<OHS-efc*-lft5e (XIV) ©fcfcflBttfifc, tK^^T-c^uats K 
££ffc-f acirlCcfcySS^ft?*,, /\P<b£& (XIV) CD 1 mmo I icfcfLT 
, C<DJ5fST?^ffl$K<S*;UA7 5 K(DSI*. O. 5 fr*> 1 m L<DSSK"Cfe y , 
<£ffi£*l£7kli, 20^L^f>0. 1 mLCOSBfflT?&ffl£;h,£>o SfSli. 1*>b 
8^F B 1(DlEffl<DP H 1lcSor. 8 0°C^S>1 8 0°C. #£L<I*1 20°C^b1 5 

o °comm<D&mvfi t>*i % « 

jA</\py>H^T?fc£-&3S (XIV) OHbftlfett. 7;u*'J&®£58IgiS£ 
ffllvC-ttSC (XV) <DT S /itSm *7 WtLs 



(46) 



LTiI5cU (XVI) aHb£ft£tt*. 

#i~. -flftSC (xvi) 0Mfc£i$!i£/\Da;u7K-;u-< vi/7*-hXi*T;u=4- 
**;u#:iJM'V$/7*-hfcfi£U Htts* (I) aMb£fc£*#**\ XliK 

OCN£EJ£U GA<CH2N (OH) CO N H2T?fc&-flft5£ (III) fl)fcfc*J 

Btmmm* ( i ) GMi:£fc£fl*. 

HftsC (XVI) 0lbM&, *PP*;u#-;u*7S/7*-h<DJ:5fc/\Pa 
)l,7fs-)\,4 y?/7*— K Xlix h*^^*-^ 7 v7-*- ha>J:3^7 
jU34r*>*j»K=JH' 7->7*-h£<DEf&li, THF, i?*** 5 <P 

ffil>btL^SSlctt#LTO. 5fr&1 ^MfrfrtlS. 
Zflffelcii, -MS (XVI) <ZMb£«8l*, i*il<B«fc5££&I8*<Dail<&KO 

CNT-flUI^tldSo 7K£SfE-efiEfflL5-5o SCSI*, 2 0°Cfrb1 2 0°C<DiS 

-j-mj^a, *iifcay^AW©j:5fc7Juay©#8ET. £pp4I&i*;u<b 
<fc 5 p a®M7)\,*)\,vmz9D.m u ±r ©iB^^ess ufca y t?& y 
. aa<»*«**»u B^iwRis^sa-r-M (i) ©ft*****. 

*«W0)Miwflfe<Dl8«T?tt. y>* — (ch 2 ) n -o-A<z (zii=c£a 
"To ) £tfLT$S££;h. «6©*r©EW5felcse«LfcayT?**-ttSt (I 
) a><b£«ai*, -Hftse (xvin ©ft^tt*. 

R Ct (XVII) 
<§U R2fttfR3|4fcfc£«Lfcay-(?*y. XliC = OXI*C = 



(47) 

(XVIII) OitSWltB.fctZZtlz&'oXm&Ztil&o 

R* 

D-(CH 2 ) n -0-Ar— ^ y° 

<1U Ar, R4 % A, BStXnli5felcSgLfcjiyr*fcy, Dli-CN 
: -C (OR?) 3 (dU R 7 I* (C1-C4) 7^Ut?fc^ 0 ) : -C ( 
= 0) -R8 ({IU R 8 l*-OH, C K Br, I , -NH2, -NHR, 

fc^t<D^f>ji^$tL5S^, X(iR8(iO- (C = 0) -R 9 -efcoT» R 

9£Si£XI*#i!£L7c (C1-C5) „ 7)\,*)im s 2. 4-^QD7i- 

2, 4, 6- hu^pp7x-;us-efe^, ) -efcy?3 0 
ScSii-flM (XIX) (Dib^^o)«r B m<»^/il^^Lriiff-r-So 

-NHR 1 

ft* 

^NHCO-fCH^-O-Ar-^^ (XIX) 

I NH 

{§U ±T(DiB^-Rl s R2 % r\ r4 % x , Y , A, B. ArXtfnlijfc 

icjggLfcfiy-cfe&o 

it (XIX) <&X-NHRtgl*£*:s IXfiH (XOR) C0T5 RbXIiCN 
£ (CN^X-NHR^ftt^yiC^a-r^ig^^k^T*) (OSP»»D7k^jS 

-«sC (i) <z^b^^^^y=*>a>, -text (xvii) <&<b£t)£-flft3S (xvii 



(48) 



I) OMt&totO&mit* m&teLVfrt)ti&ti\ Xli*vU>, HUx> % t 
HF, v**"*^ BtSL DMF, DMSOf, XliCtlbO) 9 
&O&&TT-fit>*l?Z> 0 SfSI*. N 2 s A rXliH e <JD <£ 5 
L^^$*L5<S^jS14IIHmT?tTt>tl-5o EJfcli, 5Ofrb2OO°c<D®BB0)S 
JS, ff£L<li6 0 0 Cfrb1 8 0°Ca>©H(DaJtT*tft>tl9^o SCSI*. 
l*B£<&#£T* 

mamizit. tf'J£?>. ;u*^ hjx^utsx $?-fv?nt?;ux*;u7 

5 >H<B«fc 5 K 2 C O3, N a 20030^ 5 M<£ 
tHZ&OmiZlt* Ac OH, C2H5COOH|&^, p - HUxr/TJMOgL 
*>tf>X;U*>K3?<0£5£^&^ HCI, HBr*0)J:3«:ltil^$n 
-So 5Lfe&fffi\t, 0. 2 5^b4 8RI8K #£L<l*0. 5 0 b 1 8 B#fm<0i5 

wOffelcii, a (XIX)-<D4m$4MR{*$J|lJtT?t« JW=aHtL« ( 1 ) <D 

its®*®*. 

3t (XIX) ^b^^#i)fc«)<D5e (XVII) Oit&tot* (XVIII) (DitSMKD 
Sf&li, $tt$U Xlis ^vu>s Hux>, v*4r-t>->, DMF, dmso 

. CH2C I 2. CHC I 3, C I CH2CH2C I H^ckd^/NP-tr^b^^bTK^ 
, XI*Ctlb©jl^<D^5^^a)#^E-F-etTt5tl9^o SCSI*. i&SXI*® 

% CH3COOH, C2H5COOH, K>-tf>xju^>il, p-h;u=.> 

^x&ft£hoz*m&mm$iv?Tt>tioz>&.foiz > 2 5°c^bi 8o°c<7>©ffl 

. »*L<I*2 5°C^b 1 0 O°C0)O)ftm<»%&Vftt>tlo2>o SCSI*. -fiftlC 

. auffiicgcy, &mm$ito. 25^^24^, #£L<iio. 25^2 



(49) 



se (i) a><k*ft*ff«fcfta. 5t (xix) a>fca*w>8fctt, x 

liTHF, h;n>, +vi/X 1, 4-i;^-tf->H, Xli^tib(D;l^a) 

°C^b1 5 0°C(7)©Hr*fcy^ SJ$^j§^«CLT?ff5li^li1 0 0°C^b2 0 

o 0 ca>@fflT-fc£ 0 ii^ffl^ti^Kicii, zfnet^m. mm. pTsOH? 

SfSli, THF, h;UX>, **>U>, 1, 4-v^"+-9->XliC*lb<D;I^% 

. ^x^— juat;*^^— jua>fi(6fl!)Si*T?5*<«<. ±EiwiT?iiiwLfc» 

(i) (Ditsmz&mt&z t twz l iv, 
D^-cooH$au fl&oc^fti=s«Lfcfflycfc«-iftsc (xviid 

Oft4*l4, DA<-COOR (4§LRI£« CH3 % C2H5 % C3H7* <DJ:5fci£ 

3t (XVII I) ©^^bfi£*<Z)*n*«'«^JllZ<*:ySllig'r-SZtA<-C#*o 
D^COOHl^ita (XVIII) ©ft#tt*H4fc«>a>. d^coori^ 

mtx (xviid «><b^ifca>a*»«i* % x*/-;u, 

, I-X^U, THF, 7kl?XI*Ctlb(DS^(D«fc5^j§^a)#ST-CfT^H5 
-5c RfEli, NaOH. KOH^^^TJI/A'J, jgSBH-h'J^A, 'J ^ 

S(Di:l*l frb 5Hg(DffiH-efc*„ SCBli. 0°Crt>b 1 2 O°C0ftH<D&&s 
»*L<I41 5°C^b 1 0 0^(D«B<DSgT*m3*l5<&. 5£*HI** 0. 2 



(50) 



5)5^2 4 B$|8L L < ft 0 . 5 b 5 ttMaCB-Cfe U 5 -So 

D*<COC IXIiCOBr^tU ttfl)E^Jfel:SiLfcayTfft«-fti 
(XVIII) ©fcfcfctt, D^COOH$gU ftfeCDlB^ffel^SLfcjiy^fe 
^-fiftS (XVIII) (Dit^mt:s SOCI2, PC 13, PC 15, PB r 3 , m<D 

L<(*2 5°Cfrb1 0 0°Ca>©BT?fTfr*l5£. 5J&I$M(*0. 2 5*>b2 4B# 

£T©E#tf$fci-5e«Lfcay-efcy* d*<-c (=o) -o- (c=o) - 

R 9 (fiU R 9 l4S$XI*ttil&L/= (C1-C5) 7;U*JU*, v^PD7i3 

u^pp7i^*«a-r-*sc (xviii) ©a^i*, D^cooHtfty 
tta>^ra>EW*rzg«Lfcay"cfc*-tt^ (xviid aMtstt*, Efc 
7-fe^/k JUfc7-fe*;u, it^net=;k *fls?*-/-Ok ttfce/ta-ou 

N-^f^75/e';vx h'jiwsx s?-f v^pe;ux^;u75> 
. >lf Xfi Z*i b Ol^fed) «fc d T T? &f& -5 C & £ * y S 

&t*ZtifiHlt&* SJCI4CH2C I 2, CHC I 3. CI CH2CH2C I % 1 

2 o°ca>®a* l < i*o°c^b 5 ota>ttH©a*-efftJti*. sifcBtiMiii 

, 0. 2 5fre>1 »*L<I40. 5^b5B#ia<D$gB"C'fcy 

ttfctffflfca (i) ©ft^t-fcor, xA<c=o$iu y#c=c£»l 
iU R 2 &^R 3 A<Yt-i^lC75:oTiC (XX) ic*ya$*i*7x=;u«*»iaE 



(51) 




jOTtr 



(XX) 



o 



a) J P2 5 5 8 4 7 3 (Z^TrStlTl^St (XXI) (DitSMlZ. 



«£*(Dii7c^$ffl^r^5cL, 5C (XXII) aMb£$l£#«&C<to 



i£ (XXII) 0)^^$|li>/=tf)(Z)5C (XXI) ©<b^^(DS7cl±, TkmtiX* & 
XS P d / C Xl*7 'V * JKD J: 5 TTf fftsti 5 6 , ftfe&O) 

*ftEA*S>8 Ops \<Dm<DE. X Z&mL 5 &o ftft&tt« 5-10%Pd/C-(?fc 
b) ft*<B£#£ffll>Tx£ (XXII) ©fc****l*»*L. (XXIII) <D 




(XXI) 



0 




(XXII) 



o 



HO 




5t (XXIII) 0)it£®}ZmZ>tz!to<D£ (XXII) <Dit£VdO>m*ftffl*s 
-jk x$y-;u % X— rJk THF, 7K^ SfcCtlbCDlE^ 

<D£?ti:%&<D&&TT:?rt)tl?%o JEfSli* NaOH, KO HO«fe o UTIVh 
'J . vi&i- h 'J -5 A&tf&Krt 'J ^ A(D J: 5 tZTJUi 'J *B*-#*- K £ ? 
^SO)#?ET-efTt>tL^o 56 (XXII) (Dit&WKD&Z&miZLT ^ 

frb5^S<&©HT'fc*o Ef&l*. 0°C^b1 2 0°C<B©ffla>;gj£, ff£L<li 
1 5°Cj&>b1 OCC^fflWSJg-efT^tl-p^o SfEBtPall*. 0. 2 5^b2 4 
&f®s W £ L < I* 0 . 5 *>> b 5 ftfSK&SfflT' fc y 5 -5 o 

c) S (XXIII) flXb*tt»/\n>f>fl:«XI*/\py>ftffltfil6L, a 

(xxiv) mi^totthzt. 




(XXIV) 



iU DliCOC I XliCOB r Xli-C ( = 0) -O- (C = 0) -R9 

5t (XXIII) ©ft^SOCl2, PCI 5s PB r 3 (&<fc5fc/\P>f>fl;aj«>: 

5^io £J£l*» 0°C^bT4 0°C, »$U<I*2 5Wb 1 0 O^-CfT^tLd* 
o fifSmSjli, 0. 2 5ji>b2 4B*|Bk #£L<liO. 5^b5MW$ 
E£Kii7K&l£f#&fctf>a)5!; (XXIII) <Dit£W»tW\Q¥^ib®£<» 

/Npyxb^^ffl^rff^^So £ga>fti3\ a (xxiii) <Dfc£%ia>g£g 



(53) 



Sf&liO°C^b1 2 0°C<D©ffl<&;£Jt, #£L<f*1 5°C^b 5 O°C0f5 
ffl^SJt-C^tl^^o SfE^li> 0. 2 5fr&12B#|flk »*L<l*0. 5 

d) it (XXIV) 5t (XXV) <DitGto£BLZU fcfcJgfcLfcaOX 



0 




(XXV) 



sc (xxvi) a>Mtta>4>nifi:0!>M«^Lriift-r«. 




(XXVI) 



HttS (XX) aMb£8j£f§*fctf><Ds a (XXIV) OitStyt* (XXV) 
SI. DM F„ DM SOU, X\tZftb<DM£fa<D&?Umi&<Dlf&TVftJbtlZ> 

. fitBtt, n 2 s Apxi*Hoa>«k5WStt3&<ia*fflt^**i3*^a&tt» 

HEW 

+5+l*o SJ&li. 5 0°Cfr£2 0 0°C<D$5ffl<D;SJ£, »£L<l*80°Cfrb1 8 
O°C<0$gffl<D£fiT?mrfi£. 5£I2. »©»!ET-efft)*i3*. Bft®ttKt*2 
Si?4l*. »©0fll::tt, AcOH. C2H5COOH, p- hjux>x;u*>&^ 
<0J:9fc*i«», HC l , HB r*©J:5<i:ttll*<«*i5«. JEJCBMBIi, ft 

S*fttflWc*-3l*T. 0. 2 5*&4 8B»|HL »£L<liO. 
5^b 1 8l$ffia>&H-C&£. 
C©tticii, * (XXVI) -^«Hi'«4>nf|: - $JMIL, ;*l^SHbLTit (XX) <D 



(54) 



5C (XXVI) <Dit£®£®Z>tzto<D. 3 (XXIV) a><bfttt££ (XXV) 0Hb£fe 
0>£J6l*. jg&fcU Xl±*vb>, h;UX>, ^4r-9">. DN F, DMSO 
% /\ny>flSJSJ<b**, 0l)^.liCH2C I 2. CHC I 3, CI CH2CH2C I I? 

fTt?*i5*o gto>tt©i*m£-ei*fc^o ca)S^-effiffl$ti^Ko^]icit, ch 
3COOH, C2H5COOH, g&&. *:/-tf:/x;M*:/|jL P -h;n>x;u* 

>»tf3b^**l*. J5C&I*. N2. A rXI*He©J:5fc*3tt#X*ffllvCfi 
J*$4i9«^Stt#HSfCfT*>*i5*. Sf&lis 25W1 8 O°C0)$5H0>;£ 
« v L < l*2 5°C^b 6 0°CO)©fflr*fTt>tl5 £0 S(5l*-ttlCiPffi|ZfiZ 
£j£l$fa](*0 2 5frb 1 2P#|Sk #£L<l*0. 2 5^b2B$F B 1<Dt5ffl-efc 

5t (XX) <J)it£to%®Ztz#><D* (XXVI) 0><b£tt©aNbl*. »«fcU XI* 
THF, h;ux>, 1, 4-$;*-**:/*, Xtt^ti&aaftttOJ: 

frbl 5 0t(D«HTffey^ Sf5^S«EncL-efirt3tL-5«^, 1 0 0W2 
OO^CDttH-efcy RJCI*K<0ffffiTT?tfbti-5o ffl*ttffl**i'*»lzl* 
, IHt zfa\ft>fks fil/pTsOH^W, <£ffl£*i«5i&DSl*, 0. 

1 1 0 onfi» »^l<i*o. 1 1 o&mommv&v sfsi** 

, 4*>u>, 1. 4-e?**-y->xf*c*ib©a*«ia>«fc5<i:»a*. ml ? 

mx&imizm^x* s^iswn. »*L<i*4^bi 8 

*W«»-Cttffl**i*»»<j:L (neat) <D|§I*. % Sl6A<»»a>ttffl*r«C 

m^toizi^LsaJ&i*. (i) ait&tot. i^b4^M<z>*ifc<b-*-h'j 
K<b*UUv^2*, 7KK*bv?*i^A<Z)<fc9fcigg,t£x-x;k THF. 
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. mMs mm* p-h;ux>*;u*>iL >*>x;u*>b, ml * 

^•e^tiba)m-a>x^>^T-o^aia)SfS^J^fflt>§ci:icj:y % xiic 

>3^7;u*P-f KatfC*i6a>B«HtOJ:3<t4F-5;KJ«Uli:»l«**i*S?7 
ttTT-iC (I) 0fca*l£li*<b**CfclcJ:yH«**i* o 0>Ja.tf, HISAffl 

: B*£A4ba>nic3Mfi=&< o< yawc 

rcxwo< y^»r*ctrcj:y»«ci:A«"c**. ZMtoon&it. <i{*? 

2. X (75 J: 

, 0U*.fi, IISftRffi, ^u=>-Xg£3&i* j*ftmJflL& (dyslipidae 
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mi a) , MltSLE.. M'bBMB (coronary heart disease) StfTf-P— J*W4t& 

v/x.\ti>m<j)iz#>. zmmmmfcfem (pcos) , 7 □/<•>- 
, ****** MMfti, *.7p sjULEttratb* stiimi 

&t/5*ngfiK (microalbuminuria) £##>*:&O;bN0>*&lL Mtflcgofr 

mnmtfLmt. eat. *^;u. vp^, »*. 



a) 1) Sttl«» 1 Og 

2) 7* h—X 1 1 0 g 

3) =1 — 3 5 g 

4) *;U/K4rvy ^;Hz;UQ— X 44g 

5) >H7^vOA 1 g 



&mi 0 0 0fiij|C^LT2 0 0g 
J*ttlfrb3£7R<tfc|-l3:?lx>KU METlc&JSLfcgL IS«MbLfc. tie 
#4&tf5£m&&<!:<fc<;g^U ttMMttCJ: y IES8LT#*fc 1 Omgfl) 
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b) 1) j£t4f£# 



1 0 g 



2) M>8*;i/v^A 



9 0 g 



3) 7^7 h-X 



5 0 g 



4) □ 



4 5 g 



5) tKU tf-JUtfny K> 



3. 5g 



6) Xx7M ^T^-i/^A 



1 . 5 g 



0 0 0»::>tfLT2 00g 



fr$ftLTmmmz&$zti% 0 &n&mz&i>)&5.2ti$>z£w$iL<. * 

WI£S&-e. -@Xli^fiJL7=fflfi-eS#$tl^li^, - 

HftfcyftO 1 O^6«2OOmg/ft#05kg|*S» L < (4 1 B&fcyftO 
. 1 O^b^SOmg/kg^aro^HT'fc^o LfrU fc«**l<&fi*©jg#fc 
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vm®ztiz&%*imtemmz. &izit* &mn. blt* xizmmnv 

o 

mmmi 

4- [2- [4->^;U-2-^Pe;U-6-^-4rV- 1 . 6-vtKQ-1 




CHO 



N a H (570mg, 22. 57mmo K 9 5%) <D$L)§lDM F tptoffiWL 

fcBWftl::, 2 5 < fcT?4-**;u-2-^PtfM/-i, 6-vt Ka-6-tfM 

5 K> (264g s 1 7. 36mmo I) ©feiDM F }£;$£J)D;L*:o «?BjW? 
±Lfc^» JStKL i B r (3. 51g, 4 0. Ommo I ) $^T&4£DM 
F^04- [2-^P : EXh4rv] 'OXTVl'-rfc K (4. 37g, 19. 0 8 
mmo I) $PCSJtT*llPK.7Co fiJSS^****) 7 0 0 CKAD&L ICO 
It. 2^m#Lf=, J5J5;l##l$Maiw^L, TKlCfclts EtOActitt 
Lfc. &§!Ht£tl£. 5§ffi;^<!:Lr3 : 7 E t O A c -5;6x-T-;i/£ffli\T *> 
UA^±t-7a7 Hf^-f-taWt, gM<b£$ (1. 6i g , 31%) £ 
#fc„ 



(59) 



l H NMR (CDCI3) : 5 9.80 (5. 1H). 7.82 (d. i" 8.72 Hz, 7.H). 6.95 (d. J - 8.72 Hz, 2H), 6.20 (s, 
1H). 4.45 (t, J = 5.30 Hz, 2H). 4.35 (t. J = 5.30 Hz, 2H). 2.92 (t, J = 7.50 Hz. 2H), 2.25 (i, 3H). 
1.92 - 1.70 (m. 2H), 1.20 (i. J = 7.50 Hz, 3H). 

4- [2- [2, 4-v>^;U-6-^4rV-1 . 6 - v t KP - 1 - tf 'J 5 



BMitSWi (0. 8g, 3 0%) ^SK2C03 (2. 89g, 20. 9 6 
mm o I ) <0#2ETs 2. 4-i/>^U-1. 6-vfc K □ — 6 - tf 'J = K> ( 
13g, 10. 4 8mmo I ) &tf4- K>X7^ft 

k (2. 4 g , 10. 4 8mmo \) frzfflmmivtiitwLtzotmno^im-Q 

l H NMR (CDCI3) : S 9.90 (s. 1H), 7.80 (d, J - 8.70 Hz, 2H), 7.02 (d, J = 8.70 Hz, 2H), 6.20 (s, 
IH). 4.50 ^4.30 (in, 4H), 2.70 (s. 3H). 2.20 (s, 3H). 



4- [2- [2-X^;U-4->^;U-6-^V- 1 . 6-i/tKP-l- 
t 'J = v-;u] Xh**>] 'OXTJUxt K: 



o 




WI3 



o 




mmit^ (1. 7 g , 4 2%) 2-x^-;u-4->^;u- 1 , 6-S/fc 
K □ - 6 - tf 1 J 5 K> (2. Og, 14. 49mmol), 4- 
h**>] *>X7;Uxfc K (3. 32g, 14. 49mmol) , LiBr (2 
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. 9g, 3 3 3 3 mm o I ) &tfJgg£ LTtDN aH (0. 45g, 18. 84 

mmo i) fr*m&MiT*mwLtz<Dtmtto)*mvm®Ltzo 

l H NMR. (CDCI3) : 8 9.90 (s, 1H). 7.80 (d, J = 8.70 Hz, 2H), 6.98 (d, J - 8.70 Hz. 2H). 6.20 (s. 
IH). 4.52 - 4.25 (m, 4H), 3.02 (q, J - 7.40 Hz. 2H). 2.30 (s. 3H), 1.40 (t. J - 7.40 Hz. 3H). 



4- [2- [2-^-4-^f;i/-6-t*V-1, 6-'/th'P-1- 



$IMt£1fe (1 . 1g. 2 5%) LT0)K2CO3 (3. 8 2 g, 2 

7 7mmo I) (D#ST, 2-7?)\,- 4-*f-)U- 1 , 6-$/fc Kn- 6 - If 
'J 5 K> (2. 3g, 13. 8 5mmo I ) 2fctf4- K*v] * 

>^7;i/ftK (3. 17g, 13. 8 5mmo I ) ^bUMl -e|jiB^Lfe<D 
t^O^liS-ePiSlLfc. 

lH NMR (CDCI3) : 5 9.90 (s, IH), 7.84 (d, J = 8.72 Hz. 2H). 6.98 (d. J - 8.72 Hz. 2H). 6.20 ($. 
IH), 4.52 '■ 4.30 (m, 4H), 2.96 (t, J = 7.47 Hz, 2H). 2.26 (s, 3H), 1.90 - 1.70 (m, 2H), 1.70 - 1.50 
(m,2H), 1.01 (t, J = 7.47 Hz, 3H). 

i9SHW5 

4- [2- [2-^<>v^-4->^;U-6-^-+V- 1 , 6-vth'P-1 



MM 4 




o 




m&it'S® (2. Og, 2 0. 6%) 2 -^>v;U-4->^;U- 1 , 6 
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-Vfc KP-6-tf'J 5 K> (5. 6 g, 2 8. Ommo I) » 4— [2 — ~Jn 
h*v] ^>X7;U-rt K (17. 05g, 30. 1 mm o I) , t&mt L 
T(09 5%N a H (8 7 3mg, 3 5. Ommo I ) ^blMl^lILt:® 

l H NMR (CDC13) : 8 9.89 (s, 1H), 7.83 (d, J = 8.72 Hz, 2H), 7.45 - 7.15 (m, 5H), 6.98 (d, J = 
8.72 Hz. 2H), 6.44 (s. 1H), 4.70 (t. J - 4.71 Hz, 2H), 4.30 (t. J = 4.71 Hz, 2H), 4.14 (s, 2H), 2.42 
(s, 3H). 

mum e 

4- [2- [2, 5-i/X^;U-4->f i ;U-6-^-4rV- 1 . 6-i/th'P 
- 1 -tf'J S V-JU] X h^rv] *>XTJUxt K : 



Mfc&ft (1. 42g, 2 8%) 2, 5-v2f^-4->f^-1, 
6-vt Kn-6-tf'J 5 K> (2. 70g. 16. 2 6 mm o I ) % 4 — [2 
-7PtIh+v] ^>X7;i/ft K (4. 09g, 17. 8 6mmol ) ,1& 
ltLt©95%NaH (508mg, 20mmo I) J&>bfj|gi0!l 1 VWtWLtz 

*H NMR (CDCI3) : 6 9.88 <s, 1H). 7.82 (d, J = 8.62 Hz. 2H), 6.97 (d. J = 8.62 Hz. 2H). 4.50 - 
4.20 (m, 4H> 2.95 (q, J « 7.47 Hz, 2H), 2.52 (q, J = 7.47 Hz, 2H), 2.28 (s, 3H), 1.34 (t, J - 7.47 
Hz,3H), 1.09 (t, J - 7.47 Hz, 3H). 

mmmi 

4- [2- [2 -x^;u-4-^x -;u- 1 , 6-vt KP- 1 
-fcf'J 5 v-;U] xh*v] ^>X7;i/ft K : 
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O 



Ph' 



CHO 



$S<b£1fe (2. Og, 4 4%) 2-If^-4-7i-iL-- 1 , 6-v 
t KP-6-t°'J 5 K> (2. 6 g, 13. Ommo I ) , 4- 
h*v] ^>X7;i/ft K (2. 97g, 13. Ommo I ) , RlfL i B r ( 
2. 59g, 29. 9mmo I) frb. Ltfl)9 5%N a H (0. 4g, 

1 6. 9mmo I) 0)&&T. ISSKtil 1 Vl&BRLtzO k&ft<D*mV®&Ltz 0 

'H NMR (CDCI3) : 5 9.89 (s. 1H), 8.10 - 7.95 (m. 2H), 7.83 (d, J = 8.72 Hz. 2H>. 7.55 - 7.45 
(m, 3H>, 6.98 <d, J - 8.72 Hz; 2H). 6.78 (s, 1H), 4.60 - 4.40 (m. 4H), 3.08 (q. J - 7.30 Hz, 2H). 
1.48 (t, J = 7.30 H2, 3H). 

mmma 

4- [2- [4-N-T-tr5 L ;UT5y-2-^-^rV- 1 . 2- vt KP- 1 - 

t 'j = v— ;u] x h^v] ^>Xr;uxt k : 



SM<b£& (1. 8g, 6 6%) 4-T-b^;U-1, 2-5?tKP-2- 
fc'JS K> (1. 8 g. 11. 9mmo I ) &tf4- [2-^a?Ih^>] *C 
>X7il/ft K (2. 72g, 11. 9mmo I ) frt> s i£g<b LT<DK2CC>3 
(3. 28g. 23. Smmo I ) OW&T. HSMH 1 tflftB^ LtzO tmttto^ 



0 




A 
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l H NMR (CDCI3) : S 9.90 ($, 1H), 8.70 (bs, IH, D2O exchangeable), 7.85 (d. J - 8.70 Hz. 2H), 
7.75 (d, J - 7.80 Hz. IH), 7.42 (d. J = 7.80 Hz. 1H). 6.95 (d, J = 8.70 Hz, 2H). 4.40 . 4.20 (m, 
4H). 2.30 (s. 3H). 

4- [2- [4-**V-3. 4-i;tKP-3-4t , ; i J-JHlh4rv] 



(1. 5g, 73%) I, 4-^v-3, 4-i;tKP*t 4 /'J 
> (1. 03g, 7. 05mmo I) &tf4- [ 2 -^P^EX *>X7 
il/ftK (1. 77g, 7. 7mmo I ) ^bs LT0)K2CO3 (2. 0 

g. 1 4. 

5mmo I) 0#£T» SI»flHlTfSiWLfc©t0«©^flS-caS!Lfc. 

*H NIV£R (CDa3) : 5 9.88 (s. IH). 8.32 (d. J » 7.88 Hz, 1H). 8.21 (s, IH), 7.88 - 7.70 (m. 2H). 
7.82 (d, J = 8.72 Hz. 2H). 7.60 • 7.42 (m, IH), 7.00 (d. J = 8.72 Hz. 2H), 4.55 - 4.25 (m. 4H). 

mmm i o 

4- [2- [2->*;U-4-**y-3, 4-vt KP- 3 



o 




o 




WMit^m (0. 6g, 3 9%) 2 4-^7-3, 4-vt 
KP*7-!/';> (0. 8g, 5mmo I) &tf4- [2-^Ih*i/] 
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XTMnrfcKO. 3 7 g, 6mmo I ) LT(DK2C03 (1 . 3 

8 g , 1 o Omm o i ) o>#£t, mmm 1 -emua Ltzotrnmo^mx-mm I 

tz 0 

l HNMR(CDCl3) : 6 9.85 (s, 1H), 8.13 (d, J = 8.0 Hz, 1H), 7.84 - 7.72 (ra, 3H), 7.59 - 7.41 (m, 
2H), 7.10 (d, J -7.0 Hz, 2H). 4.50 - 4.40 (m, 2H), 4.40 - 4.30 (m, 2H), 2.76 (s, 3H). 

4- [2- [2-X^;U-4-^V-3, 4-2/t KP- 3 -^!/'J=JU 
] Ih+v] ^>XT^t K : 



SMrtS^tl (5. Og, 27%) 2-X^;U-4-^V-3, 4-S/t 
KP+t , /'j> (9. 2g, 57. 5 mm o I ) $Llf4 — 
] 'OXTil/ft K (14. 5g, 6 9. Ommo I ) frb. LXOK2 
CO3 (1 46g, 115. Ommo I) <D#£T. fiflgffll 1 V$ffl LtzOtft 

tZo 

'HNMR(CDCl3) : 5 9.86 (s, 1H), 8.14 (d, J = 8.0 Hz. 1H), 7.87 - 7.76 (to. 3H). 7.65 - 4.45 (m. 
2H). 7.13 (d, J - 8.0 Hz, 2H). 4.60 - 4.50 (m. 2H). 4.50 - 4.40 (m. 2H), 3.07 (q. J - 7.0 Hz. 2H), 
1.35 (t. J = 7.0 Hz. 3H). 




4- [2- [8-T1f-2->^U-4-^V-3. 4-S?tKP-3-* 
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O 



CHO 



mmit-SVi (0. 2 6g, 4 1%) 8-~Tif"-'Z-**)\,-4--** % J- 
3. 4-i;t KO 'J > (0. 33g, 2. Ommol) „ 4- [2-3?P 

^EXh**>] ^>X7Jl/ft K (0. 5 2g» 2. 2 5mmo I) frb* iggi: 
LT0>K2CO 3 (0. 5 7g, 4. 1 mmo I ) 0)#£T* Si £104 1 VlfotyLtz 

'H NMR (CDC»3) : 5 9.87 (s, IH), 9.02 - 8.90 (m, lH), 8.58 (d, J = 7.30 Hz, IH). 7.82 (d. J = 

8.72 Hz. 2H). 7.48 - 7.35 (m, IH), 6.97 (d. J « 8.72 Hz. 2H). 4.58 (i. J - 4.72 Hz, 2H). 4.43 (t, J 
=» 4.72 Hz. 2H\ 2.91 (s. 3H). 

mmmi 3 

4- [ [3-**;U-4-**7-3. 4-vt KO-2-^yj-;U] > 



4-t KP^^>X7il/ft K (3. 21g, 2 6. 3 mmo I ) &tfK2 
CO3 (3. 6 4 g, 2 6. 3 mm o I ) <7)£*£DMF (5 0ml) <Z);g£4$3£ 
3 0°CT*1 Sft&WLtz, ±B<D&nLtzU£®lZ % 2-?PP^;U-3-> 
*JU-4-jMrV-3, 4-S?t KP4p-^yy> (5. Og, 24. Ommol 

) omm^ta^. % mc%&vmz9 oftmwLtzo sfS;i^^E t oa c (2 

OOml) 1?#8?U Na2C0 3 7KiS;fc (3x5 Oml) , *l^T!*ia*T?iJfe* 
U a 2 S0 4 T?|£*iL. liLtSWb^tt (5. 08g, 7 2%) 

fc. 



o 
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>H NMR (CDCI3) : 5 9.89 (s, 1H), 8.29 (d, J = 7.89 Hz, JH), 7.85 (d, J - 8.71 Hz. 2H), 7.80 - 
7.62 (m, 2H), 7.52 (t. J = 7.81 Hz. 1H), 7.19 (d, J = 8.71 Hz, 2H), 5.27 (s, 2H). 3.74 (s, 3H). 

mm 1 4 

4- [ [3-if;i,-4-t^V-3. 4-vtKP-2-4t , ; , J-il/] > 



o 




SSft^tt (4. 24g, 8 8%) £ % 2-'i7PP>^;U-3-X5 1 ;U-4- 
**7-3, 4-S?tKP*t';'J> (3. 5g, 15. 7mmol)&7j4- 
t h*P+y^>X7^ft K (2. 10g, 17. 2 1 mmo I ) frb. *&&t 
LT(DK2C03 (2. 3 8 g, 17. 2 6 mm o I ) <D#?£T, HSi<5fl 1 3 VsSi, 

m Ltz<D t mmo^mvmm l tz a 

1HNMR (CDCI3) : 5 9.91 (s, 1H), 8.31 (d, J - 7.89 Hz. 1H). 7.88 (d, J = 8.72 Hz, 2H), 7.82 - 
7.68 (m. 2Hi, 7.65 - 7.45 (m. 1H), 7.22 (d, J » 8.72 Hz, 2H). 5.28 {s. 2H), 4.28 (q, J - 7.06 Hz. 
2H), 1.41(t.J=7.06H2,3H). 



mmm 15 

4- [ [1 ->^;u-4-*-*y-i , 4-e;t Kp-2-^yj-;u] * 






UHitS® (364mg, 65%) 2 -<7 □ □ > ^U- 1 ^U- 4 - 
**V-1, 4-vtKP^rt';U> (4 16mg, 2. Omm o I ) &tf4 - 
t KO^ri/K>X7JI/ft K (244mg, 2. Ommol) ^b, &&£LT 
<DK 2 C03 (2 7 6mg, 2. Omm o I ) 0#£Ts ISMJ 1 3 LtzO 

>H NMR (CDCI3) : 8 9.88 ($, 1H), 8.34 (d, J = 7.89 Hz. 1H). 7.83 (d, J * 8.7] Hz, 2H). 7.80 - 
7.70 (m. IH), 7.60 - 7.40 (m, 2H). 7.22 (d, J - 8.71 Hz. 2H), 5.34 (s. 2H), 3.9 1 (s. 3H). 

m mm 1 e 

3-> h**>-4- [ [3->tF;U-4-^V-3. 4-vfc KP-2-* 



mMitSVH (250mg, 77%) 2 -O P P > ^;U- 3 -> ^JU- 4 - 
**7-3, 4-vtKP^rf;'J> (2 0 9m gl 1. Ommol) 
'J> (167mg, 1. 1 mmo I ) ^b, LTOK2CO3 (2 7 6m g 

, 2. Ommo I) (Dff&Ts fflMm 1 3 TKW Lfcflt l^fifl^lllT'tBSl Lfc 



l H NMR(CDCl3) : 5 9.88 (i, 1H), 8.29 (d, J = 8.30 Hz, IH), 7.80 - 7.62 (m. 2H). 7.58 - 7.39 
(m. 2H), 7.26 (d, J = 8.30 Hz. 2H), 5.30 ($. 2H), 3.90 (s. 3H). 3.78 (s. 3H). 

mmmi 7 

4- [2- [2-x^;u-4->^;u-6-**y- 1 , 6 - v t K □ - 1 - 



o 




o 
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MftLtz. t KP4r->^7S>tt»tt (1 0. Og. 14 3mmol) M» 
8* h U ^AHtM^ (2 0. Og, 14 6. 9mm0 I ) (DTK (100ml) 
iSjfrN, 3 0°C-e, 4- [2- [2-X^;U-4->^;U-6-^-^V- 1 . 6 
-vt Kn-1 -tf'J 5 v-;u] X h^vj K>X7^ft K (5. 7 2g. 2 
0. Ommol) (iSSi^ja-^^btl/ctO) 0)X^y-;U (1 0 0m I ) SSftJg 
«*»itfc. SC6;1^^to^Lfc;ftj§ (9 5°C) [C;1U 3^F B 1ii3iE$-frfc 

mu /i^^3o^bi^F B i2 5°c-ciiMLfco fc&fifcis**, mmt 

, *T?Sjfe»L. ttttLTSflfbM (5. 4 2g, 9 0%) 

l HNMR(CDCl3+DMSO-d6) : 8 10.56 (s, 1H, OH, D2O exchangeable), 8.08 (s. IH), 7.55 (d, J 

- 8.56 Hz, 2H). 6.88 (d. J - 8.56 Hz. 2H), 6.20 (s. 1H). 4.51 - 4.40 (m. 2H), 4.40 - 4.28 (m. 2H), 
3.05 (q. J - 7.06 Hz. 2H). 2.30 (s. 3H). 1.40 (t. J = 7.06 Hz. 3H). 

1111 8 

4- [2- [2-X^U-4->^Jb-6-^"4rV-1 . 6-5?tKP-1- 
t 'J = v— JU] Xh^ri/] K>^Ut KP4ri/;U7 5> : 



*f#Lfc. 4- [2- [2-X^;U-4->^^-6-^V-1 , 6-S/fc 

K 

□ - 1 - tf 'J 5 v-;U] X h*v] ^^X7)l^rt Kt+vA (301mg, 1 
. Ommol) (HSftl 7-C#b*l7ita)) <!)*$J— Jl (7m I ) &tfTH 
F (3ml) Iftjg^, v^-^r-9->t|ja)4N-HC I (2ml) % 3 O'CVt® 
Us 1 OftmmCfc&VmftLtZo ££Sdtt$ 1 NNaOHT?pH9fCigl 
141- EtOAc (3 x 10m I) -CttttiLfc, £:fc1*fc*rttlB*Att*T?fc 
#U fc7KNa 2 S04T?£&U ^3gLTg&<b£% (2 7 2mg, 9 0%) # 



o 




(69) 



fee 

l H NMR (CDC13) : 6 7.23 (d, J = 8.72 Hz, 2H), 6.80 (d, J => 8.72 Hz, 2H), 6.18 (s, IH). 4.45 • 
4.35 (m. 2H), 4.35 - 4.20 (m, 2H>, 3.98 (s, 2H), 3.01 (q, J - 7.56 Hz. 2H), 2.22 (s, 3H), 1.32 (t, J 
= 7.56 Hz. 3H). 

m&m 1 9 

N- [4- [2- [2-X*JU-4-*^U-6-;J-*V-1, 6-5?fcKO 




OH 



ft#Lfc. 4- [2- [2-X^U-4->*JU-6-3MrV-1, 6-S?t 
Kn- 1 -e'J5v-JH lh+->] *>S?;Ufc KD*^7 5> (3 0 3mg 
„ 1 . 0 mm o I ) (HS0H 8t?»&4lfct0» 0). * (2ml) ftrJ^K ( 
0. 5ml) (DS'&jg&'N. KOCN (3 4 3m g\ 3. Ommo I ) ©* ( 1 
ml) 3 0 0 C-eiB#p B 1$B#Lfco S(6»^«*. *T?tfSlU m 

x?;u (3 x 1 om I ) -eHhtitJLfco ^*)-frfc^«JB*ft**Tf3fe*L, IStKn 

a2S0 4 T?$£*iU »I8L-Cfl:£8j (295mg, 8 5%) 
*H NMR (CDCI3) : 5 7.18 (d, J = 8.65 Hz. 2H). 6.90 (d. J = 8.65 Hz, 2H). 6.60 (bs. IH. DiO 

exchangeable). 6.15 (s. IH). 5.85 (bs. IH, D2O exchangeable), 4.70 (s, 2H), 4.50 (bs. IH, D2O 
exchangeable). 4.40 - 4.30 (m. 2H). 4.22 - 4. 10 (m, 2H). 2.92 (q, J = 7.56 Hz. 2H). 2.20 (s, 3H). 
1.20 (t. J =7.56 Hz, 3H). 

mm\zo 

[4- [2- [2-X^;U-4-/^;U-6-^-^rV- 1 . 6-S?tKP-1 
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mmm2 2 

[4- [2- [2-x^u-4->^;u-6-^+y- 1 , 6-vth'D-1 



[4- [2- [2-X^U-4->^;U-6-^"4rV-1 . 6-vfcKP-1 
-fcf'J S v-;U] lh+«>] hPK>if> (1. 0 g 4 3. 3mmol) (H 
mm2 0V&iotltzbO» ©1. 4-v^-9-> (2 0ml) 1 0 %/\°? 

vOA-jgfc (palladium on charcoal) (1 OOmg) (7)#£T, 7K^$ffll*T 

3opsi-ei 6^ii7cLfco c:a>s£tt*-fe5-f h**aLraau 

U «BETlctt«-r**t?*«*1±, Sa^b^M (6 2 5m g> 70 

96) 

J H NMR fCDCb) : S 6.78 - 6.52 (tn, AH\ 6.18 (s, 1H). 4.38 (t, J = 4.98 Hz. 2H). 4.19 (t. J - 
4.98 Hi 2H), 2.99 (q, J - 7.47 Hz, 2H), 2.24 (s. 3H), 1.33 (t, J - 7.47 Hz. 3H). 

D3M2 3 

4- [2- [2-x^;u-4-*4rV-3. 4 - v t Kp - 3 'J ' 



HflMsftttl (1. 107mg, 9 8%) [4- [2- [2-X^;U-4- 

**V-3, 4-J?tKa-3-+tyiJZ^] Xh*'>] - KP^<>-tf> (1 
. 246g. 3. 67mmol) (IS ©03 2 1 TfW&Hfc*©) fr&M&ftl 2 2 



o 




o 




>H NMR(CDCl3) : 6 8.24 <d, J = 7.93 Hz. 1H). 7.80 - 7.60 (m, 2H). 7.43 (t. J = 7.93 Hz. 1H>. 
6.80 - 6.50 (m,4H), 4.51 (t, J = 5.19 Hz, 2H), 4.24 (t, J - 5.19 Hz, 2H), 3.10 (q, J = 7.34 Hi, 
2H). J .42(1, J = 7.34 Hz, 3H). 

mm 2 4 

JL?)\, Z-^0=E-3- [4- [2- [2-X5^l/-4-^;i/-6-;*-* 

v-1, 6 - v t Kp - 1 - 1° U a v-;H ih^>] 7i-)H ^a/Vi- 

h : 



ti^Lfc, [4- [2- [2-X^U-4-^^;U-6-^^rV-1. 6-V 
tKa-1-e'J5v-;i/] Ih + y] 7-'J> (2. 80g v 1. 26mmo 
I ) (!@SKffl2 2-e#b;ft*:t<&) <7)T-b h> (10ml) jg&'X H B r 7Kr§ 
ft (47%, 1ml) £flD*. 0°CTM O^Jf^Lfro ±Kfi«iE£&'X N 
aN02 (8 5 0mg, 12. 3 Ommo I ) (DTK ( 1 . 7 m I ) 0°CT? 

^U^ISx^U (6. 77ml, 2mmol) £*n;u 3 0°C^-C?llStf)7=o fi4& 

m^a^itffl (i) (2 0m g ) z-mzm*.. fijs££tt£3ofeiii*ire 

izmWLtzo Til h>£$£TC:®£U ^b*i*:g;I£E t O A c (3x10 
ml) T?tttilL7Co ^tfcEtOAci^NH 3 j§;l ft, 
**U fcrt^SO^Sz^U ,MLT&l!Hb£$l 4 0% 
E tOAc/EftX-^U^ajftKffll^T, 77'r>a^D7 h?77* — 
•fcUMU (2. 47g, 5 5%) $mzo 

»H NMR (CDCI3) : 8 7.1 1 (d, J = 8.63 Hz, 2H). 6.78 (d. J = 8.63 Hz. 2H). 6.19 (s, IH). 4.50 - 
4.32 (m. 2H), 4.30 - 4.02 (m. 5H). 3.38 (dd, J = 13.72, 8.31 Ha 1H). 3.17 (dd, J = 13.72 . 7.06 
Hz. IH). 3.10 • 2.90 (m, 2H). 2.25 (s, 3H). 1.35 (t, J - 7.47 Hz, 3H). 1.24 (i, ] = 7.05 Hz. 3H). 



O 
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X*;U 2 - [4- [2- [2-l^U-4-**V-3. 4- 



o 




aSHt£1fcS* (800mg, 2. 58mmol) (HS80IJ 2 1 T*f#7c t<&) 
, NaN02, (214mg, 3. 1 mmo I ) M7^U;Hlf ;b (1.7 

mi, 1. 574 g> is. 7 4 mmo \) frhmmm 2 4 vmwLtzot mm 

l H NMR. (CDCI3) : 6 8.23 (d. J - 7.88 Hi. IH), 7.80 - 7.55 (m, 2H), 7.52 • 7.30 (m, IH), 7.15 . 
7.01 (m. 2H), 6.77 (d, J = 8.71 Hz, 2H), 4.52 (t, J = 5.03 Hz, 2H), 4.45 • 4.30 (m, IH), 4.30 (l, J - 
5.03 Hz, 2H). 4.20 - 4.00 (m. 2H). 3.35 (dd. J = 14.12. 8.71 Hz, IH). 3.20- 3.00 (m. 3H), 1.43 0, J 
= 7.34 Hz, 3H), 1.20 (t, J - 7.34 Hz 3H). 

mmmz 6 

5- [4- [2- [2-X^;U-4->^^-6-^-+V- 1 . 6-vtKP 
4 — : 



o 




o 



x$y-;u (10ml) x*;u [4- [2- [2 - 

x*;u-4-*5^U-6-;f*7-1 , 6-S?t KP-1 -tf'J5i?x;u] ih 
^P/^/X— h (1. 70g, 3. 8 9mmol) (iS§a0l]2 
4T#7rt<Z» . JgSll^-fr^^h'J^A (6 3 7mg, 7. 78mmol) 
(5 9 2mg, 7. 7 8mmo I) 1 2^F a 1ii3SEL7 s c 



(75) 

O 




1. 4-V3MM*-> (2m I ) &7JtK (3m I ) tp03L?)\, 2-^P^-3 

- [4 

- [2- [2-If^-4->f^-6-t*V-1, 6-vt KP- 1 -tf»J 
5 vZJU-X h4rv] 7x-;U] ^P/</X— h (438mg, 1. Omm o I 
) (^SK^II2 41*^^+17^ t<7)) * TKSHb"}" MJ (44mg ( 1. Ommo 
I ) JklSfc®* JUs^ 1* (1 OOmg, 1. Ommo I ) fljl^fcl OBIPbIjI 

3iELf=o SPES^^SSIw^aiL, 2NHCIT?pH4fCll1HkL, EtO 

Ac (2x 1 Om I ) vmtiiLtZo £t>ttmmm&* &&*VfcftL, Na2 

SO^jlL, &ffiLXmmit£y> (9 2mg, 2 7%) £#7= 0 
*H NMR (CDC13 + 0MS0-d6) : 6 7.12 (d, J = 8.61 Hz, 2H), 6.78 (d, J = 8.61 Hz, 2H), 6.19 (s, 
1H), 4.50 - 4.32 (m, 2H), 4.30 - 4.05. (m, 3H), 3.10 - 2.60 (m, 4H), 2.25 (s, 3H), 1.30 (t. J - 7.20 
HZ.3H). 

mum 2 9 

Xf-Jl 3- [4- [2- [2-X5 1 ;U-4-^5 i ;U-6-^-4rV-1. 6- 
Kp- 1 -tf'J 5S?x;u] ih+y] 
X-h : 



o 




3- [4- [2- [2-x^;u-4-y^;u-6-^-^v- 1 . 6-vfcKO 
— 1 — tf 1 J ?V-il/] Ih^>] -2-t KP^ri/^oe^->K (3 
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75mg, o 5 mm o I ) h'J^A (246mg, 3. Ommo 

I) ©SB£ft»£1**, $ET (2torr.) % 1 2 0°CT?9 0#flD&L7c 0 ft® 

jsLfcM£®$&mm&iz (80mD at;* (2 om i > icfcit, 3 o»a 

Ls &mLXmmit£® (207mg, 54%) 
l H NMR (CDCI3) : 8 7.76 (d, J = 8.62 Hz, 2H). 6.93 (d, J = 3.62 Hz, 2H). 6.59 (s. 1H). 6. 17 (s. 

IH), 4.50 - 4.30 (m, 4H). 2.98 (q, J = 7.47 Hz, 2H), 2.27 (s, 3H), 1.35 (t, J = 7.47 Hz. 3H). 

mm 3 1 

4- [2- [2. 5. 6- H,M*;U-4'-3Mry-3. 4-yth'nfi; 
- [2. 3-d] e'JSS?>-3— fJU] XH4r*>] 'OXT^ft K : 



$S4t£ft (5. 04 g, 27%) 2, 5, 6- MJ 4-** V 

X/ t°'J 5 v> (1 0. 59g, 5 4. 6 mm o I) , 4- r2-^P^I 
h*v] ^>X7Jbft K (12. 8 2 g, 5 6mmo I ) RZSi&mt LXOK 
2C0 3 , (1 504g, 1 09mmo I ) fr&flSffll TfgJlW LfcODtHtt©^ 
llSt?i9SLfeo 

1H NMR (CDCI3) : 8 9.88 (s, 1H), 7.82 (d, J - 8.72 Hz, 2H), 6.98 (d, J - 8.72 Hz. 2H). 4.60 - 
4.30 (m, 4H). 2.78 (s, 3H). 2.46 (s. 3H). 2.37 (s, 3H). 

mm 3 2 

4- [2- [2-^f^-4-t*V-3, 4-5?tKnW-3-*f; 
•Jx;u] xh*v] -hn^t*>: 



o 





S®<b£1$!) (1. 2g. 6 0%) 2-**)\,-A-t*r x J-3, 4-$/fc 



(78) 

KP^yj> (1. Og, 6. 2 5mmol) M4- r2-^PtIh + y 
] -hP^<>-tf> (1. 69g, 6. 9mmo I) LT0K2C O3 ( 

1. 73g, 12. 5mmo I ) ^biB»Jir^Lf=0)i:^«G)^Jli-CiSSi 

l H NMR. (CDCI3) : 8 8.24 (d. J - 7.5 Hz, 1H), 8.18 (d, J = 9.22 Hz, 2H). 7.75 (t, J = 7.50 Hz. 

1H). 7.63 (d, J - 7.50 Hz, IH), 7.46 (I, J - 7.50. 1H), 6.94 (d, J = 9.22 Hz, 2H), 4.58 (t. J = 4.98 
Hz. 2H), 4.46 (t, J = 4.98 Hz, 2H), 2.82 (s, 3H). 

»I3 3 

4- [2- [2-^^^-4-^+7-3. 4-i?tKOfI/-3-+t ( / 




SS^b^ (9. 07g. 99%) 4- [2- [2->^;U-4-^-+7 
-3, 4-i?th*Pfi>'-3-+t , ;'J-^ Xh**>] - hP^>-fcz> (1 
. Og, 3. Immol) (I0WJ3 2 V'&ttltzbO)) frbf9£H5>J2 27?$$ 

l HNMR(CDCl 3 ) 5 : 8.24 (d, J = 7.50 Hz. 1H), 7.69 (t. J - 4. 13 Hz. IH), 7.62 (d. J - 7.50 Hz, 
IH), 7.43 (t, / - 7.50 Hz, 1H), 6.64 (d, J = 8.8Hz, 2H), 6.60 Id, J = 8.80 Hz. 2H), 4.49 (t, J . 
4.98 Hz. 2H). 4.26 (t, J = 4.98 Hz, 2H). 2.81 (s, 3H). 

mum 3 a 

X^U 2-^0^-3- [4- [2- [2-^^^-4-^7-3. 4- 
vt KP-3-+^-7'J-;U] xK+v] ^O/nVx-H: 
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mmit-S® (3. 4g s 5%) 4- [2- [2->^U-4-^"4rV-3 
. 4-vt Ih*v] 7-UX3. 75g, 

127mmol) (f|$!{0J3 3 T?8&*lfct»©) % N a N 0 2 (9 5 5 m g. 1 
3. 8 mm o I) , &tf7£ 'J ;U®X?-;U (8. 2ml. 7. 62g, 7. 62 
mmo I) frfc, ia^J2 4r-raLfcO) < >:^fi|(D^llll-Ciag{Lf=o 

»H NMR (CDC1 3 ) : 8 8.23 (d, J = 7.50 Hz, 1H), 7.80 - 7.60 (m, 2H), 7.43 (t, J = 7.50 Hz, 1H), 
7.31 (d, J = 7.50 Hz, IH), 7.10 (d, J - 7.50 Hz, 1H), 6.85 - 6.70 (m. 2H), 4.53 (t, J = 4.98 Hz, 
2H). 4.33 (t, J - 4.98 Hz, 2H), 4.31 (dd, J = 8.71 . 3.83 Hz. IH). 4.12 (q, J - 5.80 Hz. 2H), 3.35 
(dd, J = 14.12, 8.71 Hz, IH). 3. 13 (dd, J - 14.12. 3.83 Hz. IH). 2.80 ($, 3H). 1.22 (t, J - 5.8 Hz, 
3H). 

HM3 5 

[4- [2- [2-^^^-4-^7-3, 4-vt KP-3-^V'Jr. 




Mfc^tt (1. 8g, 6 0%) X^;U 2-^0^-3- [4- [2- 

[2->^;u-4-^v-3. 4-vt KP-3-*+!/y=:;b] ih+«>] 

7x-;U] ^D/Vl-K3. 4g. 7. 4mmol) dJ3280!l 3 4 b *l 
7cfc<D) . H^-f (2. Og, 14. 8mmol) MftSI (1. 

13g, 14 8mmol) J^b. I8$80IJ 2 6 "SiftE Ltztot @»0>Wl»»fc. 



>H NMR (CDCI3) 6 : 8.79 (bs. 1H. D 2 0 exchangeable). 8. 11 (d, J - 7.50 Hz, IH). 7.80 (t, J - 
7.50 Hz. 1H), 7.59 (d, J = 7.50 Hz. IH), 7.48 (t, J = 7.50 Hz, 1H), 7.12 (d, J = 8.48 Hz, 2H). 
6.86 (d, J = 8.48 Hz, 2H), 4.5 1 (dd, J = 9.54, 3.91 Hz. IH), 4.44 (l. ) = 4.98 Hz. 2H), 4.26 (t, J * 
4.98 Hz, 2H). 3.22 (dd. J=14. II, 3.91 Hz, IH). 2.82 (dd. J = 14. II. 9.54 Hz. IH). 2.71 (s. 3H). 

mmm3 6 

4- [2- [2-X^U-4- h 'J 7iU^a>7Jk- 6-^7-1 , 6-i? 



(138mg, 4 0%) 2-If;b-4-h'j7^tP^f^ 
- (1 . KP-6-eU 5 K> (2 OOmg, 1 . 0 4mmo I ) Rlf 

4- [2-^O^EX h^ri/] K>X7*ftK (2 3 8. 5mg, 1. 0 4mm 
o I) frb, ^Si: LT<DK2C03 (287. 5mg s 2. O8mmo I) <B# 
ST, HSflj 1 ■CKWLfc©iH«©*Mt?B»Lf= 0 

l H NMR <CDC1 3 ) : 5 9.89 (s. IH). 7.83 (d. J - 8.67 Hz, 2H). 6.95 (d, J=8.67 Hz, 2H), 6.70 (s. 
IK), 4.50 (t, J - 4.66 Hz, 2H), 4.39 (t, J * 4.66 Hz, 2H), 3.1 (q, J = 7.4 Hz. 2H). 1.4 (I. J = 7.4 



mmm37 

X*;U [4- [ [2, 4-5***7-1. 3-f7l/'Jv>-5->f;i/] 




Hz,3H). 




7J&A : 
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i^;u [4- [ [2, 4-S/**V-1, 3-*77'J v>-5-^r;u] 
U>] 7xy^i/] 7-t"T— h (1 Og) 01, 4-v#-*+f> (2 0 0m I ) 

0t (palladium on charcoal) (1 5g) 0)ft&Ts 
7K^$fflt>T4 0p8i<DE*"C2 4B*|8ia7cLfc. 'M^^iz^^ h££iILT 
at^Lfco aa*«ETI=tt*-r**-C«IB**, £a<l:£ft (9. 5g. 9 5 

%) *»fc. 

**S—)UW7tf*i/i}AMVM (6. 6g N 0. 2 7 7mmo I ) a, x 
*)l [4- [ [2. 4-S?**7-1, 3-f7!/'Ji?>-5-'f;H 
] 7x/*i/] T-trx— h (5g, 16. 3mmo I ) ©>V-;K5 0mL 

(6A<**a)ttfflat;»«>«4lcJ:oT*B**ifci|^, 5 0"CJslTfl)Ml=lt» 
1 2*nMttLfc. fi(6S*«B«** (1 50mL) fcfelt. 1 0% 
U MJKIilf;i/ (3 x 1 OOmL) -ettaufc. 

fe^ra«im%$* dsomu , doomu t?&$u (m b 

SO4) Ls »»**ETlC»*Lfc. *nn*JUAi|>a>296*$r/- 
;UT**>'J*YJKD*n-7 K^^-ClTbM-K gffl<t£$l (2. 3g, 4 6%) 
mp : 1 O 7°C 0 

•H NMR (CDCI3) : 6 8.5 (bs, 1H, D2O exchangeable). 7.20 (d, J - 8.50 Hz, 2H), 7.06 fd, J - 

8.50 Hz. 2H), 4.65 {s, 2H). 4.53 (dd. J = 9.39, 3.74 Hz, IH). 4.32 (q, J « 7.20 Hz, 2H). 3.50 (dd, 
J= 14.12, 3.74 Hz, IH), 3. 14 (dd. J « 14. 12, 9.39 Hz, 1H), 1.34 (t, J = 7.17 Hz. 3H). 

[4- [ [2-2**7-1. 3-f7yj S?>-5— O.U] >^;U] 
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HO2CH2CO 




mWLtz. I5^U [4- [ [2, 4-v**7--1, v>-5- 
7i/^>] (110g, 0. 36mol)0)^ 

/— Jl/ (0. 6 5 L) jgjfc'V N a2C03 (2 0 0 g, 1 . 8 8mo I ) 0)7k ( 
0. 65 L) S§;fc£ija*.> 2 5°C^b 3 0°CT* 5#®mWLtzo £J£rf)<5c$S Lfc 

fcefeHfcSaSU ffl&LX* SSfc&tt (80g, 8 0%) Sffc, mp : 
18 1-18 2°C, 

l H NMR. <DMS0-d 6 ) : 6 12.40 (bs. IH D 2 0 exchangeable), 8.60 (bs. Ill D2O exchangeable), 
7.16 (d, J « 8.40 Hz, 2H), 6.50 (d, J ■» 8.40 Hz, 2H), 4.87 (dd, J = 9.14, 4.20 Hz, IH), 4.65 (s, 
2H), 3.32 (dd, J « 14.12, 4.20 Ha 1H), 3.05 (dd, J ■ 14.12. 9. 14 Hz. IH). 

mm\3 9 

5- [ [4- [N— [>fM>X75K-2--f;i/] 75/*a-;H > 




[4- [ [2. 4-S?***V-i; 3-f7 , / , Jv>-5-'f^] >^U>] 
§t£g ! (1. 9g. 6. 75mmol) (O^Qn^> (15mL 
) <0&#;8;'$'V h , ;x^;U7'5> (1. 876mL, 1. 3 6 g> 13. 4 8 
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mmo I ) &l^-e&<bfcr/*P>OU (0. 9 1 3mL, 8 9 9m g< 5. 4 6 
mmo I) £0°CT*an*. 0 o CT*miZ iMfttt Ltzc 2 -7 5/ 

-N->fM>X75 K (920mg, 6. 1 3 mmo I) 0)&M (1 OmL 
) St/^ri/b> (10mU (Deleft] 2 5 0 CT? 3 0#&#L 

tzo METI-BfciU ^MSMfiLTSSftM (2. 51g, 91 

%) Jifc, mp = 201-203°C, 



mWLtz. [4- [ [2, 4-2**7-1. 3-*7l/'Ji?>-5— Ob] 
7i/+y] It® (1 . 9g, 6. 7 5mmo I ) 0**>U> (1 5 
mL) ig&'X &it¥*-)\s (2. 4 6mU 4. 02g, 3 3. 7 5mmo I 
) $J0As iBttHasSLfc. 5£Sdtt££S£&lPU il*!©*^^*-^^ 
METlC&£L/=. it^2-75y-N->fM>X7 5 h' (920mg, 
6. 1 3mmo I ) <mWi (1 OmL) &tf**>U> (1 OmL) SMfCflDiU 

(2. 4 g. 8 6%) Zmtzo 
l H NMR (CDCl 3 , 200 MHz) : 5 12.21 (s, 1H, D 2 0 exchangeable). 11.7 (bs. Hi D 2 0 

exchangeable), 8.63 (d, J - 8.30 Hz, 1H), 7.96 (bs, IH, D 2 0 exchangeable), 7.65 <d, J = 7.80 
Hz, IH), 7.47 (t, J = 7.80 Hz, 1H), 7.30 - 6.96 (m, 5H), 4.60 (s, 2H). 4.48 (dd, J - 9.6, 3.70 Hz, 
1H), 3.45 (dd, J = J3.70, 3.70 Hz, IH), 3.05 (dd, J - 13.70, 9.60 Hz, IH), 2.94 (d, J = 3.74 Hz, 
3H). 

0] 1 

5- [4- [2- [4->fJI/-2-7 , ne;b-6-t+V-1, 6-i?tK 



h;ux>4i<7). [4- [2- [4->f;b-2-^n^-6-t+v-i, 



o 




o 
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6-vt Kp- 1 — tf' J S v_;u] Ih4M ^>X7)l/ft K (1 Og. 2 4 
. 5mmo I) (mmm-WntztO) . *7 % Ji)*JZ>-2, 4-v^> (3. 
5g, 3 Ommo I ) , £S#K (3 8 8mg, 3. 18 mm o I) &t^tf^ 'J 
v> (3 5 2// I „ 3 0 3mg, 3. 6 8mmo I ) fcZMmMlZ 

ftsaau Av&tftL. &®LTmm<t£Vi (12. 3 g , 99%) zmc 

m P 240-24 2°C 

l H NMR (DMSO-dj): 8 12.40 (bs, 1H, D,0 &&nTfig), 7.75 (s, IK), 7.54 (d, J = 
8.72 Hz, 2H), 7.02 (d. J = 8.72 Hz, 2H), 6.15 (s, 1H), 4.45-4.15 (ra. 4H). 2.91 (t. J 
= 7.65 Hz, 2H), 2.20 (s, 3H), 1.90-1.65 (m, 2H), 1.06 (t, J = 7.65 Hz, 3H). 

0J2 

5- [4- [2- [2. 4-i?^^;U-6-^V-1, 6-i?tKP-1- 




o 



^fUb^^l (O. 98 g, 95%) 4- [2- [2. 4 -i;* *;U- 6 - 

08 g , 2. 8mmoi) ( is smw 2 si/^rVM 2, 4- 

(0. 3 4 4 g. 2. 8mmo I) «9 1 tflttW L/iOt ^(D^T'^fc 
o mp 2 3 5°C 0 

'H NMR (CDCla): 5 8.50 (bs, 1H, D 2 0 7.8O (3, lH), 7.48 (d, J = 8.40 Hz. 
2H), 6.98 (d, J - 8.40 Hz, 2H), 6.21 (s, 1H), 4.52-4.30 (m, 4H), 2.70 (s, 3H), 2.25 (s, 
3H). 
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m3 

5- [4- [2- [2-X5^U-4->^/U-6-:*-*7- 1 . 6-vtKP 
— 1 - tf' J 5 v-;U] ih+y] ^7"/Vv>-2, 4-v 



SIHb£tl (2. 13g, 9 2%) 4- [2- [ 2 -X?VU- 4 
-6-**y-1. 6-vt Kn- 1 -tf'J 5 V-;U] X K^rv] K>X7^f 
tK(1. 7g, 5. 94mmol) (H«fll 3 »tf*7 % /'J i?> 

-2, (0. 695g, 5. 9 4mmo I ) J^b, 0>J1 -CtftfELfcO) 

tHflla)*afeT?1#fc. mp248-250°C 0 

l H NMR (CDCl 3 +DMSO-cU: 5 12.25 (bs, 1H, D 3 0 TO. 7.78 (s, 1H), 7.40 (cl, 
J =7.40Hz, 2H), 7.0 (d, J = 7.40 Hz, 2H), 6.20 (s, 1H), 4.48-4.24 (m, 4H), 3.0 (q, J 
= 6.4 Hz. 2H), 2.20(s, 3H). 1.28 (t, J = 6.4 Hz, 3H). 

0H4 

5- [4- [2- [2-^;U~4->^U-6-^-4 i 7- 1 . 6-5?fc Kn 
- 1 -e'J 5 vx;u] ih^ri/] 7HJMfU>] *77VS?>-2. 4-i* 



£iHt£$) (1. 2g, 8 3%) 4- [2- [2-^;U-4->^;U- 
6-**V- 1 , 6-vt h'P-1-t°U= v-;U] X h+v] ^>X7^ft 
K (1 1 g, 3. 5mmo I) (MSfl 4 T?^fct,CO) &tf*7V'J v>-2. 
4-;t>(4 10mg, 3. 5mmo I ) ^b, «51 -ClJiB^Lf=«)i:^a)^ 




0 




o 
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mvmtzo mp 2 0 9°C. 
l H NMR (CDCU: 6 7.80 (s, 1H), 7.40 (d. J = 8.63 Hz, 2H), 6.95 (d, J= 8.63 Hz, 

2H), 6.21 (s, 1H), 4.55-4.22 (m, 4H), 2.95 (t, J = 7.47 Hz, 2H), 2.25 (s, 3H), 1.85- 

1.60 (m, 2H), 1.60-1.40 (m, 2H), 0.99 (t, J = 7.10 Hz, 3H). 

5- [4- [2- [2-*>v;U-4->^U-6-;J-*V- 1 , 6-S/fc K 



SS<t£$) (1. 7 0g. 6 6%) £ % 4- [2- [2-^>i?;U-4->^ 

;i/-6-*MF-y- 1 , 6-vt Kp- 1 -eu s v-;n ih**>] k>xt;u 

TtF(2. Og, 5. 74mmol) (iBg|0d 5 &tf*7 VM 

>-2. 4-v^"> (0. 74g, 6. 4mmo I ) ^b. #J1 T?iftBJLfc05i 

H*o*a-e» fc. m p 2 2 3 °C„ 
l H NMR (CDCl 3 +DMSO-<U: 5 7.74 (s. 1H), 7.44 (d, J = 8.71 Hz, 2H). 7.40-7.10 

(m, 5H), 6.95(d, J = 8.71 Hz, 2H), 6.26 (s, 1H). 4.38(s, 2H), 4.35-4.10 (m, 4H), 
2.32 (s, 3H). 

me 

5- [4- [2- [2. 5- vX^;U-4->^U- (3-3MrV-1, 6- 




o 
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o 



$afc£4fe (881mg, 9 2%) 4- [2- [2, 5-VW-4- 

>^;U-6-^-^rV- 1 . 6-S/fc KP- 1 -tf'J 5v->IU] X h*v] 

7^ft K (730mg, 2. 3 2mmol) 6 T'f# *:*<*>) &tf^7 

yjv>-2, 4-^> (451mg, 2. 5 5mmo I) ^b, 

LfcOtl^filCD^^/i. mp252-254°C 0 
*H NMR (CDCl 3 +DMSO-d,,): 6 12.08(bs, 1H, D.O 7.69 (s, 1H), 7.44 (d, 

J=8.58Hz, 2H), 6.97 (d, J = 8.58 Hz, 2H), 4.50-4.20 (m. 4H). 2.93 (q, J = 7.43 Hz, 

2H), 2.50 (q, J = 7.43 Hz, 2H), 2.26 (s, 3H), 1.33 (t, J = 7.43 Hz, 3H), 1.07 ft, J = 

7.43 Hz, 3H). 

mi 

5- [4- [2- [2-IfJl/-4-7i-;i/-6-t=lFV-1, 6 - v t K 
P- 1 -e'J 5 V-;U] Xh^-v] 7iXJU^t^U>] ^7y>Ji/>-2, 4- 



o 




o 



Mfc&lfe (2. 2g, 8 8%) 4- [2- [ 2 -X^/U- 4 - 7iXJU 

- 1 , 6-^tKp-i-eu5i?-;i/] ih4'>] ^>X7ji/f 

fcK (2. 0 9 g, 6. Ommo I) (I9»J7 -Cfl/ctO) RXfTTV'Jis^ 

-2. 4-i?^"> (0. 702g, 6. Ommo I ) frb, ffll 1 T*^Lfc(7)i: 

fl«0*]*7?»fc. m p 2 3 4°C, 
'H NMR (DMSO-d^: 5 12.58 (bs, 1H, D : 0 StUMHS). 8.22-8.05 (m, 2H), 7.74 («, 
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1H), 7.66-7.38(ra, 5H), 7.11 (d, J = 8.30Hz, 2H). 6.92 (s. 1H), 4.48-4.20 (m, 4H), 
3.06 (q, J=7.06Hz, 2H), 1.35 <t, J = 7.06 Hz, 3H). 

ma 

5- [4- [2- [4-*-*7-3, 4-vt KP-3-+t 4 /iJ-^] Ih 



aH^b^ (1. 91g, 84%) 4- [2- [4-**y-3, 4-^ 
t KP-3-^y;-JU] Xh^rv] K>X7/l/fth*(1. 7g, 5. 78 
mmo I) m^m9Vmzt(D) mS=f-7W V>-2, 4-v*> (6 7 8 
mg, 5. 7 9 mmo I) frt> s M 1 LtzOt mmOX&Vntzo mp2 

4 2-24 4°C 0 

'H NMR (CDCl 3 +DMSO-d,): 5 12.56 (bs, 1H, D,0 &&"Ifig), 8.42 (s, 1H), 8.18 (d, 
J=7.89Hz, 1H), 7.84 (t, J = 7.47 Hz, 1H), 7.72 (s, 1H), 7.72-7.50 (m, 2H), 7.54 (d, 
J = 8.72 Hz, 2H), 7.11 (d, J = 8.72 Hz, 2H), 4.40 (s. 4H). 

5- [4- [2- [2-*^;U-4-;J-*7-3, 4 -$?fc Kn-3 V 
MxjU] Xh*->] 7i-^f ^7y'Jv>-2. 4-v*>: 



SSflS&tt (4. 28, 93%) 4- [2- [2->f ^-4-t^V- 
3, 4-e?tKa-3-^t';'J-^] Ih^>] ^>X7^ftK (3. 4g 
, 11. 04mmol) (tBUlfll 1 0 "e^Titfl)) atf*7 % /U 2, 4- 

(1. 6g, 13. 8mmo I) ^b, 09 1 V&LW LtzOt E#<&^&T? 




o 




o 
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ntzo mp 2 7 8°C 0 

»H NMR (DMSO-dj): 6 12.58 (bs. 1H. D.,0 X**Tfi8). 8.19 (d, J = 8.0 Hz, 1H). 
7.89-7.44 (m, 6H), 7.03 (d, J = 8.7 Hz, 2H), 4.58-4.42 (m, 2H), 4.42-4.25 (m, 2HJ, 
2.81 (s, 3H). 

#yi 0 

5- [4- [2- [2-X^;U-4-^-^V-3. 4-5/fc KP-3-**V/ 



aS^t^tl (0. 4 2, 9 2%) 4- [2- [2-If ^-4-^7" 
3. 4-vfc KP-3-4r*l/'J=JU] Xh4rv] ^>X7^ft K (0. 3 5 
g. 1. 08mmol) (iSfSlfiW 1 1 VntztO) S^fT'/U V>- 2, 4- 
(0. 16g, 1. 4mmo I) ^b, «iJl-etji0JL^0illl^CD7a^1? 
mp 2 5 7°C 0 

'H NMR (DMSO-dr,): 5 12.58 (bs. 1H, D 3 0 8.15 (d. J = 8.0 Hz, 1H), 

7.82-7.44 (m, 6H), 7.08 (d, J = 8.0 Hz, 2H), 4.47-4.40 (m, 2H), 4.40-4.30 Cm, 2H), 
3.08 (q, J = 7.0 Hz, 2H), 1.37 (t, J =7.0Hz. 3H). 



o 




o 



091 1 

5- [4- [2- [8-7¥-2->f;i/-4-t4V-3, 4-^fcKO- 
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o 



NH 



0 



gmitS® (0.2 5, 6 8%) 4- [2- [8 -T+f- 2 -> *;U- 4 

-**v-3. 4-i;tKa-3-*tyg_ji/] 1^5/] ^>X7^ftK 

(0. 28g, 0. 9mmol) (fJSSHfll 1 2 T??#k*,<7» St/^T^/M S;>- 

2, 4-s; 

(0. 106g, 0. 9mmo I) 0ij 1 VsfoBA LtzO) t Islfilfl^&T? 

ifcmp 2 7 6°C e 

l H NMR (CDCla+DMSO-dJ : S 9.00-8.90 (m, 1H), 8.51 (d. J = 7.30 Hz, 1H), 7.72 
(s, 1H), 7.51(d, 3 = 8.72Hz, 2H), 7.55-7.45 (m, 1H), 7.05 (d, J = 8.72 Hz, 2H), 
4.60-4.50 (m, 2H), 4.50-4.38 (m, 2H), 2.85 (s, 3H). 

m 1 2 

5- [4- [ [3->^;U-4-^V-3, 4-vt KP-2-^V;- 
> h*v] 7i-Wfl/>] f7';'Jy>-2, 4-v^">: 



SSHt£1$3 (11. 10g, 9 6%) f, 4-[ [3->^;U-4-^V- 
3, 4-5?fcKn-2-***/'J=JI,] * HlpS,] K>X7;i/fth'(9. Og 
, 30. 61mmol) (3J$g0!l 1 3 ^#fct<0) BilS^TV 1 ) 2 , 4- 

v^"> (36g, 3 0. 6 1 mmo I ) fly 1 Lfc<B<fc 

^#fco m p 2 8 0 °C, 



o 




(91) 

'H NMR (CDCU+DMSO-dO: 5 12.38 (bs. 1H, D,0 Wfri). 8.19 (d, J =7.47 Hz. 
1H), 7.82-7.60 (m, 2H), 7.72 (s, 1H), 7.53 (d, J = 8.7Hz, 2H), 7.60-7.48 (m, 1H), 
7.23 (d, J = 8.72 Hz, 2H), 5.35 (s, 2H), 3.68 (s. 3H). 



m 1 3 

5- [4- [ [3-X^;U-4-^V-3. 4-i?tKP-2-+t 4 /'Jz 



O 




Sllltett (3. 3g. 8 3%) 4- [ [3-I^;U-4-^V-3, 
4-«?th'Q-2-+t , ; , J-;i/] > h**>] ^>X7il/ft K (3. Og, 9 
. 74mmol) (IBM 1 4 &tf*77'J 2, 4-i>^"> 

(1. 14g, 9. 74mmol) j&Mb> 09 1 Lfc<7><!: H*©*asT?#fc 

o m p 2 6 0 - 2 6 1 °C 0 

•H NMR (CDCU+DMSO-d,): 5 12.58 (bs. 1H. D a O £»»Jfi&). 8.18 (d, J = 7.88 Hz, 
1H), 7.92-7.74(m, 1H), 7.78 (s, 1H), 7.74-7.54 (m, 2H), 7.61 (d, J = 8.72 Hz, 2H), 
7.29 (d, J = 8.72 Hz, 2H), 5.40 (s, 2H), 4. 14 (q, J = 6.84Hz, 2H), 1.34 (t, J = 6.84 
Hz, 3H). 



mi 4 

5- [4- [ [1->^U-4-**7-1. 4-vtKP-2-+t!/'J- 




mMitSto (310mg, 7 9%) 4- [ [ 1 - * 4 -**V- 1 

. 4-vfc KP-2-^^/'J-;U] > h*->] ^>X7;UxtK (2 9 4mg 

, lOmmol) (iSSffill 5T?4lfc^O) Sl/f 77'Ji?>-2, 4-^> 

(1 17mg, 1. Ommo I) 0IJ 1 "CUi|3 Lfc<D£^<0#;refffc o 

l H NMR (DMSO-d,) : 5 8.09 (d. J = 7.88 Hz, 1H), 8.00-7.04 (m, 4H), 7.58 (d, J = 

8.72 Hz, 2H), 7.24 (d, J = 8.72 Hz, 2H), 5.41 (s. 2H), 3.S6 (s, 3H). 
091 5 

5- [3-* h*S/-4- [ [3-*?)\,-4-**y-3, 4-^t Kp- 
2-4r±y;-;i/] * h*«>] 7iZ^fU>] ^77'Ji?>-2, 4-^ 

> : 



o 




£fi<b£tt (235mg, 9 0%) 3-> h**>-4- [ [3->^;U- 
4-3MrV-3, 4~i;t Kn-2-4r^»/'J-;U] > h*v] K>X7Jl,ft 
K (2 0 0mg % 0. 6 2mmo I) (ISgHB1 1 6 T**|*:t<B) &tS*T x J x )*> 
>~2, 4-i?t> (7 9mg, 0. 68mmo I ) ^b, 
f^§©££T?#f=o mp244-246°C 0 

l H NMR (DMSO-ds+CDCW : 8 12.25 (bs, lH, D s 0 X$SJfig). 8.02 (d, J = 7.20 Hz, 
1H), 7.82-7.60(m, 2H), 7.66 (s, 1H), 7.51 (t, J = 7.20 Hz, lH), 7.38-7.03 (m, 3H), 
5,52 (s, 2H). 3.9 l(s. 3H). 3.68 <s, 3H). 
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«1 6 

5- [4- [2- [4-7*^/75/ -2-*47- 1 , 2-i?th'n-1 



SHflS^tt (1. 8g, 8 1%) 4- [2- [4-7-tZ^;U75/ -2- 

**v-i. 2-s;t kp-i -eu si^u] ih^>] ^>x?^f t k ( 

17g, 5. 6 5mmol) (P!$!{0!|8 T?fi/ct<7)) Stf^TV 'J 2, 4 

-V*> (0. 66 1 g, 5. 6 5mmo I ) j^b. AH 1 T*mWLtz<Dkmm<D 

m p 2 7 4 °C 0 

'H NMR (CDCl 3 +DMS0-d ; ): 5 12.56 (bs. 1H, D s 0 10.85 (s, 1H, D a O 

8.11 <d, J = 7.2 Hz, 1H), 7.74 (s, 1H), 7.55 (d, J = 8.30Hz, 2H), 7.17 (d, 
J = 7.20 Hz, 1H), 7.11 (d, J =8.30 Hz, 2H), 4.40-4.05 (m, 4H), 2.08 (s. 3H). 

^ 1 7 

5- [4- [2- [4->fib-2-^Pe;i/-6-t*V-1, 6-ixtK 

□ - 1 - tf'J = v-;H i h4«>] 7i-j^f;i/] ^T7»Ji/>-2, 4-v 



o 




o 



o 




#[1-*?*. biff; 5- [4- [2- [4-y^U-2-^ne;U-6-^V- 
1. 6-vt KP- 1 -tf'J ;v-JH lh*v] 7i-JMfl/i/] *7 4 /U 



(94) 



V>-2. 4-v7t-> (5. Og, 12. 46mmol) ©1, 4-v**"9-> 
(7 5ml) 0%/<7$^A-« (pal lad ium on charcoal ) (12. 

P7h^77y- (igffl;$<i:LT2 : 1 E t O A c/5;li-fJI/) T?flSaU 
*L^eSft (CH2CI 2 ) LTSflftM (4. 6g, 9 2%) £f#fe 0 mp 
1 4 4-1 46°C 0 

J H NMR (CDCl,): S 8.25 (bs, 1H, D..0 2KA«TflB), 7. 12 (d, J = 8.48 Hz, 2H), 6.79 (d, 
J= 7.48Hz, 2H), 6.21 (a, 1H), 4.47 (dd, J = 9.36, 4.06 Hz, 1H), 4.41 (t, J = 4.47 Hz,' 
2H), 4.26 (t, J = 4.47 Hz, 2H). 3.41 (dd, J = 14.11, 4.06Hz, 1H), 3.10 (dd, J = 
14.11 9.36Hz, 1H), 2.92 (t, J=7.63Hz, 2H), 2.24 (s, 3H), 1.90-1.60 <m, 2H), 1.05 (t, 
J = 7.65Hz, 3H). 

m-\ 8 

5- [4- [2- [2. 4-S//^-6-^*V-1, 6-i?tKP-1- 



S$rt:£#3 (850mg, 8 5%) 5- [4- [2- [2, 4-i?>^U 

-6-**V- 1 , 6-vt KP-1 X K4rv] 7x-)\,t? 

»] f7 l /Uv>-2, 4-v*>(1. Og) (M2Vm*tltzt<D) fr*> 

> «1 7-CiftBJLf=0)i:^a)¥llT?#/ho mp 1 7 0°C, 
l H NMR (CDCW : 5 8.15 (bs, 1H. D 3 0 TO. 7. 14 (d. J = 8.30Hz, 2H), 6.80 (d, 

J = 8.30, 2H), 6.21 (s, lH), 4.50 (dd, J = 9.13, 3.73Hz, lH), 4.48-4.20 (m, 4H), 

3.41 (dd, J = 14.12, 3.73Hz, lH), 3.13 (dd, J= 14.12, 9.13 Hz, lH), 2.70 (s. 3H), 

2.25 (s, 3H). 




o 



o 



0(11 9 



(95) 



5- [4- [2- [2-X^;U-4*5^-6-;j-*7- 1 , 6-vth'P- 



(820mg, 82%) 5- [4- [2- [2-X^U- 6 - 
*-*V-1. 6-vt h*P- 1 - e'J 5 v-;H xh4»>] 7i-JMfl/>] 
*77'Ji?>-2. 4-v*> (1. Og. 2. 6mmol) (ft 3 T?|#b+lfe 
t<B) *>b. «1 7-e|ftlBLf=(Dtl5|^^)lI"et#tc. 



5- [4- [2- [2-X^;U-6-**V-1, 6 -5?fc KP- 1 - tf'J 5 

v^;u] ih+v] 7i-;Mf;b] -2-f v>-4-;J-> (1 



3g, 5. Ommol) (iJ|g(0« 2 6 An bftfcfcO)) 0>X$ y -JU ( 1 5 m I ) 

a>H#L/!:*»lC, 2NHC I (10ml) 1 2B#IBiaaELfc. 

^fcfcMlCJfraPU i^/-;U$j«ETlC»*Lfc 0 7Kl^fi&«NaHC0 3 

*»Sfc-C*lDU EtOAc (3x2 Oml) TrttdiLko £*>t»-7i*i*llf 

**Tft»L, -*t*N a2S04-Ctt«L, MLTSIiftM (1 . 63g, 8 

4%) £*#fc 0 Ctl£, CH2C I 2-5iE6x-x;U^b$g^bLfeo mp 1 48 

°C 0 — )\sfrZ>OMitVmmit£®0)m<D&Mto*fflZo mp 1 5 5°C, 

'H NMR (CDClg): 5 8.65 (bs, 1H, D a 0 £m*ffi&). 7. 12 (d. J = 8.51 Hz, 2H). 6.79 (d. 

J =8.51 Hz, 2H), 6.21 (s, 1H), 4.48 (dd, J = 9.27, 3.83 Hz. 1H), 4.42 (t, s = 4.57Hz, 

2H), 4.26 (t, J=4.57Hz. 2H). 3.41 (dd, J= 14.11, 3.83 Hz, 1H),3.11 (dd. J= 14.1 1. 

9.27Hz, 1H). 2.99(q, J =7.47 Hz, 2H), 2.25 (s, 3H), 1.34 (t, 3 = 7.47 Hz, 3H). 




o 



: 



TJ&B : 



#]2 0 
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5- [4- [2- [2-?*;U-4-;*-*7-6-3*-*V-1. 6-S/fcKP 
- 1 - tf'J 5 v-JU] xh*<>] :7i^;u^;u] *77'J*77-2, 4-v* 

7 : 




o 



M1b64fe (780mg, 7 8%) 5- [4- [2- [2-7>;i/-6- 

JMr7-1. 6-vfc KP- 1 -tfU 5 vDI/] ih+y] 7iz;i,>f u>] 

?77Mi?7-2, 4—7*7(1. Og) (^4-e*#f>*l*:%a>) fr£>* Ml 

7-CBlWL/S:©tHfll©*«T?fffc. m P 150-152°C 

'H NMR (CDCU) : 5 9.53 (bs. 1H, D s 0 7. 13 (d. J = 8.40Hz, 2H). G.79 (d. 

J =8.40Hz, 2H), 6.22 (s, 1H), 4.45 (dd, J = 9.22, 3.83 Hz, 1H), 4.42 (t, J = 4.57 Hz, 

2H), 4.26 (t J=4.57 Hz, 2H), 3.42 (dd, 3 = 14.12 Hz, 3.83 Hz, 1H), 3.09 (dd. J = 

14.12, 9.22 Hz, 1H), 2.95 (t, J = 7.47 Hz, 2H),.2.24 (s, 3H), 1.85-1.65 (m, 2H). 

1.58 -1.32 (m, 2H), 0.98 (t, 3 = 7.38 Hz, 3H). 

mz 1 

5- [4- [2- [2-If;i/-4-7i^l/-6-t4V-1, 6-vfc K 
P-1 - f J 5v-M Xh**>] 7i-J^fil/] *77»J*77-2, 4-i> 
*7: 



0 




M1b£1fe OOOmg, 50%) 5- [4- [2- [2-I^U-4- 
7ir;b-6-t*V- 1 , 6-v*fc KP-1 -fc°';5v*x;u] xh**7] 7x 
-;U/^Lx>] ^77MS?7-2. 4 - v^"> (600mg, 1. 3 8mmo I 

1 7 8°C 0 
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•H NMR (CDC1,): 6 8.20-7.95 (ra, 2H), 7.55-7.35 (m, 3H>. 7.12 (d, J = 8.30 Hz, 
2H), 6.80 (d, J = 8.30Hz, 2H), 6.80 (s, 1H), 4.60-4.40 (m, 3H), 4.40-4.20 (m, 2H), 
3.41 (dd. J = 14.1, 3.65Hz. 1H), 3.09 (dd <fctf q y7, 3H), 1.46 (t, J 

= 7.30 Hz, 3H). 

0H2 2 

5- [4- [ [3-^^^-4-^7-3. 4-i;t 




: 

S^b£$) (750mg, 7 5%) £. 5- [4- [ [3 - > ^JU- 4 
V-3, 4-i?tKP-2-4t , ;U-il/] * h*v] 7i-Wfl/>] *7 

% yys?>-2, 4-s?txi..og) (flu 2-ei#b*i7c*<z)) ^e,, ^ i 7 

L7=(Dt^(7)^|lir*#7co 

[4- [ [2. 4-S?**V-1, 3-^7l/'J^>-5--r^U] >^U] 7 
x/*->]iffl|<1. 9g. 6 7 5mmol) (ffll»fll3 8T?»'&4lfc*©)- 0) 
8#Lfct?*PP>$:/ (1 5m I ) h'JX^;U75> (1. 87 6m 

I . 1 . 3 6 g. 13. 4 8mmo I ) £. fcl*T?tHttf/*P-OU (0. 9 13 
ml. 8 9 9ms.. 5. 46mmol) £0°CT?JjD;L. 0°CT? 1 
Ltzo iGOtltttt. 2-75/-N-^fM>X75 K (920mg. 
6. 1 3mmo I ) (2 Om I ) iSifclCflD*. 2 4l$|H|j33ELfc. SfS/l 

£^£M£l::#SPL. IfBIS&IETK&^Lfco Wkiz s * (50ml) £Jna. 
. CHC I 3 (3x2 5 m I) *tt«'Lfc. CHCI 3 tttbi^t. 
£;*U ft7kNa 2 S0 4 -e&«L. ^SLTSSfc^ (2. 1 6 g. 8 1%) 
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mp 1 9 0°C%mzo 
U&C : 

[4- [ [2, 4-v**7-1, 3-*7V'J5?>-5— OU] **;U] 7 
xy^ri/] mm (33g, 0. 11 7mo I ) <D®#Ltz i><7 □ □ > * > (30 
0ml)j§;^ % MJX^;U7 5> (3 5. 4mL, 0. 254mol) 
T?J&fctr/\*n'f;U (17. 3mL, 0. 12 7mol) £0°CT?jD;l, 0°CTM 
BMIHJI#Lfc. ECS;"1£®£* 2-75/-N->fM>X75 K(16g, 
0. 1 0 6mo I ) 0>» itlft (3 0 OmL) &tf*S/l/> (3 0 OmL) 

a>»at»i*» 1 sMiXLfe, fi&adUBesaiafrspu »«£»etc: 
Wi*Lfc. ^%i^mss!L, aa<b£ife (35. s g . 8 5%) 

[4- [ [2. 4-^**7-1, 3-f7 4 ;'Jy>-5-^il/] > 7 
Ml (1. 9 g< 6. 7 5 mm o I ) (DfitWLtzW P □ > £ > ( 1 
5ml) jg&'V hUx^JU7 5> (1. 8 7 6m U 8 9 9mg. 5. 46m 
mo I ) « ^T?ttflStf/<a^;U <0. 9 13mU 5. 4 6mmol) $0°C 
T-fla*. OWlBWIHlttLfc. ±i2Rf£S#fc£, 2-75/-N->fM 
>%7 5 K (9 20mg, 6. 13mmol) pTsOH. H2O (6 4 6 
mg, 3. 4 mm o I ) ££*Tf£*vL'> (2 OmL) igjfclCjD^ 2 4^1 

*->b>£&ETlC&£Lf::o * (5 OmL) ^Mfcim*. CHC I 3 (3x 
2 5mL) T?tttfJLfc 0 CHC I 3tttB$D$"o+r£» £&7Kl?&#L, $**Na 2 
SO^&JiL, SttLTMHISftttl (1. 79g, 5 8%) 
££E : 

[4- [ [2. 4-$fcf*7-1, 3-^77'J v>-5--Ol,] *^;U] 7 
i^+v] ItK (1 . Og, 3. 5 6mm o I ) ©Jjt#L/5:*i/ U> ( 1 Om I 
) ;U (1. 6m L, 2. 12g. 17. 8mmo I ) £JJD*. 

1 B#iMasi[L'fe."fi(sa^«i*2 5^ci=^apL; a*a>*<b^*=;u*»*"L. 

3ave, (10mL) i^>l/> (5mL) OMafytpft 2-75^-N- 
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>fM>X7 5K (534mg, 3. 56 mm o I) (Deleft! 2 0M 

assufc. sfss^^ssic^au, »a*3*ETic»4Lfc. * (2 0mi_ 

) ZmmztUZ.. C H C I 3 (3x25mL) tiHJLfc, CHC I 3ttiti^^^ 
frtt, &&7k-?fc#U il*N a2S04-C^L. MLTSfl{b&«9 (7 5 0 
mg, 5 4%) Zmtzo 

: 

5- [ [4-N->f^>X75 K-2--OU] 7 = ^ ±JUtK-;U] > 
*>] 7i-;^f;b] *7 x J*)*>^-2, 4-^> (1. Og) (HS013 9 

TM&IRU EtOAc (3x20mL) T?ffltbL^„ 

Htbfttt (345mg, 34%) 5- [4- [ [ 3 f-JU- 4 
7-3, 4-i?th*P-2-*t 4 /'J-^] ^7 
7'Jv>-2, 4-v*> (1. Og) 2-CfcS>*tfcfc©) frb, Mffl 

3 7, *aBT?ttWLfc©fcH«©W(?H»Lfc. 

: 

±lB#,*£<Z){5J*lj!M -DVTL^mtltz. 5- [4- [ [3->^;u-4-^y 
-3, 4-vt KP-2-^yj-^U] > h*£/] 7i-Wf;i/] fTV'J 
i/>-2, 4-i/^> (10g) (2 0 0mL) tfC6 0°C*7?a 

*>-ci§ 

SLfc, d©»**3 0~5 0ml*T?»ttU CtllC. > * / — ;b**l?L, 1 

til* 1 9 8°CT? D S CARRS***. 

: 

±B:fr&a>faft#1 5- [4- [ [3->^;U-4-^4rV 

-3, 4-i?t KP-2-*"^!/'J— iU] * h**>] 7i^>f;H TT*/ 1 ) 
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v>-2, 4-v*> (10g) £T-feH> (3 0 0mL) \Z%MUz 0 Z(D% 
&£3 0~5 0m I £T';!&I U * $ J -)l*1X\7Ltz 0 1 5~3 0#m#L*:& 

, jftBLfce&sftsaau ztteLzmmizmzo c*u*i 8o°ct?ds 

'H NMR (CDCU : 6 8.70 (bs, 1H, D,0 8.31 (d, 3 = 7.89 Hz. 1H), 7.88- 

7.68(m, 2H), 7.60-7.45 (m, 1H), 7.19 (d, J = 8.4GHz, 2H), 7.02 (d, J = 8.46Hz, 2H), 
5.18 (s, 2H), 4.50(dd, J = 9.22, 3.90 Hz. 1H), 3.75 (s, 3H). 3.45 (dd. J = 14.11. 3.90 
Hz, 1H), 3.13 (dd, J =14.11, 9.22 Hz, 1H). 

#123 

5- [4- [ [3-X^-4-^-^rV-3. 4 - v t KP - 2 -4r^ 7 M - 



o 




o 



tKHIb^lft (1. 186g, 58%) 5- [4- [ [3-X^;U-4-^ 
TV')V>-2, 4-V*y (2. 03 5g, 5. Ommo I ) C^J T 3 7b>^>f# 

S®<fc£& (2 7 8mg. 6 8%) & % 4- [ [2. 4-5*sMrV-1. 3- 
*7 % /y$?>-5— f JU] 7i/^>] Rig (2 8 1mg, 1. Omm 

0 I) (fSlilfll3 8 *<7>) Sl/2-75y-N->f^>X75 K ( 

1 6 4mg. 1. Ommo I) frb. <M22, ^Bt'M Lfc<B t mm<D¥-m 
Vfttz. mp = 2 1 8°C 0 
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l H NMR (CDCU : ft 9.20 (bs, 1H, D s O 8.30 (d, J 7.84 Hz, lH), 7.84- 

7.64(m, 2H), 7.60-7.48 (m, 1H), 7.19 (d, J = 8.46 Hz, 2H), 7.02 (d, J = 8.46 Hz, 
2H), 5.25 (s, 2H), 4.51(dd, J = 9.30, 3.95 Hz, lH), 3.94 (q, J = 6.92 Hz, 2H). 3.42 
(dd, 3 = 14.12, 3.95 Hz, lH), 3.11 (dd, J = 14.2, 9.30 Hz, lH), 1.35 (t, J = 6.92 Hz, 
3H). 

#12 4 

5- [4- [2- [2-x*;U-4-;t-*7-3. 4-vt h'P-3-+t i ; 




mmit£® (1 7 3 g, 8 2%) 5- [4- [2- [ 2 -X^;U- 4 
*v-3, 4-vt Ka-3-^7'j-;u] Xh**>] *7 
7'J^>-4-^> (2 1 1mg, 0. 5mmol) (HM 2 7 ^b^btlfc: 
to) ^b, 091 9 C£&B) t?iftB^Lfcfl)<l:P«a)^)l-e^o mp 1 78- 
1 8 0°C 

'H NMR (CDC1,): 6 8.24 (d, J = 7.88 Hz. lH). 7.80-7.60 (m. 2H), 7.43 (t, J = 7.56 
Hz, 1H), 7.10 (d, J = 8.63 Hz, 2H), 6.80 (d, J = 8.63 Hz, 211). 4.54 (t., J = 5.03 Hz, 
2H), 4.46 (dd, J = 9.22, 3.83 Hz, lH), 4.32 (t. J = 5.03 Hz, 2H), 3.40 (dd, J = 14.35, 
3.83 Hz, 1H), 3.20-2.90 (m, 3H), 1.43 (t, J 7.48 Hz, 3H). 

M2 5 

2- [4- [2- [2-x^;i/-4->^;u-6-;f*v- 1 , 6-i/tKa 



1 -tf'J 5 V-;U] XK4rv] 7xx;u/^jU] -1, 2, 4-tW7'/'J 
v>-3. 5 -v^-> : 
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: 

N- [4- [2- [2-X*>|,-4->*;U-6-;J-*7-1. 6-vfcKP 

- 1 - If 1 ; 5 V-;U] Xh*->] *>v/U] -N-tKn^i (3 4 6mg 
, 1 Ommo I ) (H80I1 9V®Z>tltztO» <Ds IstWLtzTk (2ml) 

INNaOH (3m L) % ^Jl^Tf^ □□!i^Xf;i/ ( 1 9 1 // K 2 17m 
g, 2. Ommo I) £2lD*, 3 0°CT- 1 mmmWLtz a S(6;"B^1«S**T?#« 
U p H3. 0£-C?®t±fl;U E t OA c (3 x 1 Om I ) rttfciiLfco W$Jf 
££fr-t»\ 6tt*"Ca*L, fcf*N a 2 S04-C|£JiL, MLT£S4b£fe (2 
83mg, 7 6%) $#/= 0 
: 

[4- [2- [2-X^;U-4->^;i/-6-^V-1, 6-vfcKn-1 

- tf'J Sv-iH Xh^rv] /<>i/;Ut KQ*v;UT5> (304mg.'l. 0 
mmol) BV&btltzkQ) (DfcMCTH F (4. OmUOfraiL 
tzmfe^. N- (^PP*JU7t?^;U) -YVvT^-h (8 8// U 11 6mg, 
1. 1 mmo I ) ZffiTLtzo C(Dl^i$3 0^L, 2NHCIlZfc|-J\ 
EtOAc (3xlOml) VtotHLtz, ^^fc^ttttai**, £JS*T?3fe# 
U fckN a 2 S0 4 -C&JiU ML?£fl{b&ft (2 54mg, 7 1%) £f# 

tZo 

'H NMR (CDCU+DMSO-d,): 8 12.40 (bs, 1H. D,0 XflRfig), 7.25 (d, J = 8.72 Hz, 
2H), 6.90(d, J = 8.72 Hz. 2H), 6.15 (s, 1H). 4.70 (s. 2H), 4.40-4.25 (in, 2H), 4.25- 
4.12 (m, 2H), 2.91(q, J = 7.56Hz, 2H), 2.12 (s, 3H). 1.20 ft. J = 7.56 Hz, 3H). 

2 - [ 4 - [ 2 - [ 2 -X^/U- 4 - > =f-)\,- 6 V- 1 , 6 - V t KP 

- 1 -t° 'J 5 V-M>] X h+v] 7i-;^fU>] V>-2. 4 
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0 . 



5- [4- [2- [2-X^;U-4-^^;U-6-^-^rV-1 . 6-yth'P 

- 1 - e'j 5 v-;U] Ih4«>] -2-^-1, 3-** 
t , / l Ji?>-4-t> (10 0mg, O. 259mmol) (I8M13 Ofrt># 
bftfetO)) ©^ISDMF (2ml) <D^J§;^|C, 3-^PPii$SWK (1 
7 9mg, 0. 6 8mmol) $0°CT?*njl, 0°C^b 1 0 o CT? 3 0*h #a*T= 
3 0°CT?5^«H$Lf=o EfSE^SItlgl^U (10ml) -e#«L, * ( 
5ml), afct^-Cdtt* (5ml) T*jfc#U a2S O^&jaLTjgiSgL 

fc, m^f&m^y^y^^a^h^'yy^-vmmL. mmit&to (7 2m g 

.7 5%) 

l H NMR (CDCU+DMSO-di) : fi 7.68 (d, s = 8.72 Hz, 2H), 6.91 (d, s = 8.72 Hz, 2H), 
6.61 (s. 1H), 6.16 (s, 1H), 4.50-4.38 (m, 2H), 4.38-4.00 (m, 2H), 3.12 (q, s = 7.47 
Hz, 2H). 2.24 (s, 3H), 1.35 (t. s = 7.47 Hz. 3H). 

15112 7 

5- [4- [2- [2-X^;U-4->t^;i/-6-^+V- 1 , 6-vfcKn 

- 1 -tf'J 5 v-;u] ih^>] 7i=;i/^fjH -*-*»7';s?>-2. 4- 
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5- [4- [2- {2-X.=?)\,-4-*?)l,-G-**cy- 1 , 6-i/tKO 
- 1 -fc° 'J 5 V-/U] Xh^ri/] 7i-;U>^b>] -*4r"9- 1 /U^>-2, 4 

t>(100mg) (0l|2 6 fr£ #£>*!,*:*,<&) 0)1 , 4-«;t+t> (10m 
I) 1 O%/<7V^A-0£ (palladium on charcoal) (2 0mg) 

?h£t, ***m*r» 5 opsio>E*r»2 AftmmTtLtzo zam-syaz-i*? 

(j§tii;$£LT2 : 1EtOAc/EilSi-fW T'flSJU gg| 
rtS^tl (90mg, 9 0%) $mtzo 
1j&B : 

Xf^U 3- [4- [2- [2-x?-;u-4->?-;i,-6-;j-*y-i, 6- 
i?t KP-1-e»J5i?XjU] Xh*v] 7xx;i,] 

X-K (93mg 4 0. 2 5mmol) (tBgiW 2 9 VnttltztO)) % ( 

3 0mg, 0. 5mmo I) Mth'J^ h^>K (2 2mg, O. 4mm 

o I ) 0), *$J— Jl (0. 5ml ) StflVHl/ (2. 0 m I ) 

3 0t5Tf2»Wft#L, ^^-C2l^r B 1ji3lELfco £&UB£1fe££Sl::$ai U 2 

NHC I T?pH4*-C||ttfl:L, KilfJI/ (2xlOml) T'tttiiLfco 

ttfctJ$}££*>1*\ 7K (5mL) % (5mL) "Cft^U il*Na2S04T* 

MLtilib^ (35mg, 3 8%) 
•H NMRCCDClj+DMSO-do): 5 7.14 (d, J = 8.51 Hz, 2H), 6.77 (d, J = 8.5 Hz, 2H), 

6.17 (s, 1H), 4.95 (t, J = 4.82 Hz, 1H), 4.42 (t, J =4.94 Hz, 2H), 4.24 (t, J = 4.94 

Hz. 2H), 3.38-3.00(m. 2H). 3.00 (q, J = 7.42 Hz, 2H). 2.25 (s. 3H). 1.34 (t, J = 7.42 

Hz, 3H). 

012 8 

5- [4- [ [3->^;U-4-^V-3. 4-iJtKa-2-+t!/'J- 
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o 




5- [4- [ [3->^;U-4-^V-3, 4-S?tKO-2-*t*yy = 
;U] 7i-;^f^] -^7V'J*»-2. 4-^*> (21. Og 

, 5 3 2mmo I) (fl 2 2 •C^tlfctfl) SttLfc:.* * ^ - h (2 0 0 
m I ) Soft's, th'JOA^ h+vK (11. 4 5 g, 21 2mm o I ) (D* 
(25ml) mfe30°CVffiTLtz 0 Z<DmiZ®mto1)<tf> o < y 

, **y-;U (2 0ml) T?&;#U 8&LT£gHb£$) (2 0. 6g, 9 3% 

) $Hfco mp 2 3 5°C„ 
l H NMR (DMSO-d,): 6 8. 16 (d, J = 7.47 Hz. 1H), 7.84 (t, J = 7.47 Hz, lH), 7.69 (d, 

J = 7.47Hz, 1H). 7.56 (t, J = 7.47 Hz, lH), 7.15 (d, J = 8.72 Hz, 2H), 7.00 (d, J = 

8.72 Hz, 2H), 5.25 (s, 2H), 4.09 (dd, J = 10.34, 3.36 Hz, lH). 3.6 1 (s, 3H), 3.30 (dd, 

J = 13.82, 3.36 Hz, IK), 2.62 (dd, J = 13.82. 10.34 Hz, IK). 

watts m*<D%&*x\ m^-otzmmo>^ms.umti:^tzmom^m^x 



S.No. 




it & 4» 


DSC MB 






NaOMe ©fit 


1 . 




i g 


W' /-*-10mL 


1.5 eq 


280 C 


2. 




i g 


/*/-A-15raL 


2.0 eq 


276 C 


3. 


«ft III 


i g 


15raL 


2.0 eq 


272 C 


4. 


IV 


i g 




1.5 eq 


263 "C 


5. 




i g 


lOmL 


1.1 eq 


185 C | 



W2 9 

5- [4- [2- [2. 5. 6- h'J^^;U-4-^V-3. 4-i?th*P 
-^xy - [2. 3-d] -tf'J = v>-3--TJU] Ih#y] 7i-;i/>fb 
>] ^7l/«Ji/>-2. 4-e;^->: 




SIHkdlfe (550mg, 8 5%) $ % 4- [2- [2. 5, 6-M,M*JU 

-4-t+V-fiy-3-tf'J=v-Jl,] Xh*v] ^>X7;i/ft K (50 

Omg. i. 46mmol) (iSSH5l]3 1 &tf^77'J i^-2. 

4-^t> (2 57mg, 2. 2mm o I ) 0H 1 T'iftBJI Lfca>£|=]*$<D^ 

■TCfcfc. mp 2 8 0°C. 
l H NMR (DMS0-d«): 5 12.52 (bs, 1H, D 2 0 7.71 (s. 1H). 7.52 (d. J 

=8.39 Hz, 2H), 7.10 (d, J = 8.39 Hz, 2H). 4.50-4.20 (m, 4H), 2.6C (s, 3H), 2.36 (s, 
3H), 2.32 (s, SH). 

fl'3 0 

5- [4- [2- [2-^fyi/-4-t+y-3 1 4-vtKQ-3-+t i ; 




$a<b&*9 (38 5mg, 90%) £ % 5- [4- [2- [2->^;U-4- 

f7'/'Ji?>-2, 4-S?*> («9T»»H«)) (407mg, 1. Ommo 

I) «2 8-e|ftWLfcOtra«lO#*T?#fc. m P 2 8 0°C 0 

'H NMR <DMSO-d,+ CDC1,): 8 8.12 (d, J = 8.0 Hz. IH), 7.78 (t, J = 8.0 Hz, lH), 

7.58 (d, J =8.0 Hz, 1H), 7.46 (t, J = 8:0 Hz, 1H), 7.45 (d, J = 8.7 Hz, 2H), 7.25 (s, 

1H), 6.98 (d, J = 8.7 Hz. 2H). 4.55-4.40 (m, 2H). 4.40-4.25 (m, 2H). 2.75 (s. 3H). 



0H3 1 
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5- [4- [2- [2-X^;U-4-^V~3, 4 -S?fc KP- 3 




iift^^ (405mg ( 9 1%) 5- [4- [2- [2-X^;U-4- 

**7-3, 4-i?t KP-3-4r^V/'J-;U] Ih^>] 7x-;M*L/>J 

^?"/Mv>-2, 4-v^"> («d1 07?#fctCO) (421mg, 1. Omm 

o I) ^b, ^2 8r*ittMLfcO)i^a)¥Jir^7=o m P 2 5 0°C . 
'H NMR (DMS0-d,+ CDCU : 5 8.15 (d, J = 8.0 Hz, 1H), 7.79 (t, J = 8.0 Hz, IH), 

7.65 (s, 1H), 7.60-7.45 (m, 4H), 7.10 (d, J = 8.7Hz, 2H), 4.60-4.45 (m, 2H), 4.45- 

4.32 (ra. 2H), 3.10 (q, J = 7.5 Hz, 2H). 1.35 (t, J = 7.5 Hz, 3H). 

M3 2 

5- [4- [2- [4->^;U-2-^Ptf;U-6-^V- 1 . 6-vtK 

n- 1 -t°M = v-;u] ih^>] 7i-ji//f;i/] ^7Wv>-2, 4-s? 




aH{fc£$l (460mg, 88. 5%) 5- [4- [2- [4-.?<*JU- 
2-^ne;b-6-t*V-1, KP-1 -tfu 5i?-;u] lh*i/] 

7i-;Mf;i,] f7 l /Ui?>-2, 4-S;*> ($1 7-eHfc£<0) (560 
mg, 1. 2 1mmo I) ^b, 01 2 8 -Ci&BJJ Lfc© £ m&O^MX'mtzo mp 
2 8 0°C o 
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*H NMR (DMSO-ds) : 5 7.09 (d, J = 8.53 Hz, 2H), 6.78 (d, J = 8.53 Hz. 2H), 6. 15 (s, 
1H), 4.38-4.25 (m, 2H), 4.25-4.10 On, 2H), 4.06 (dd, J = 10.47, 3.42 Hz. IH). 3.28 
(dd, J = 13.69. 10.47 Hz. 1H). 2.85 (t. J = 7.4Hz. 2H). 2.62 (dd. J = 13.69. 3.42Hz. 
1H). 2.15 (s, 3H), 1.71 (q, J = 7.47 Hz, 2H), 0.96 (t. J = 7.47 Hz. 3H). 



5- [4- [2- [2-JL?)\,-4-*?)\,-6-**V-1 , 6-S?tKP 



Mfcfttt (O. 6g, 96. 4%) 5- [4- [2- [2-X^;i,-4 
->f-;U-6-**V- 1 , 6-vth*P-1-e«J5v-;i/] lh+.>] 7i 
-;U>^U] ^7!/US?>-2. 4-S?*> (0. 6g, 1. 55mmol) ( 
«1 9Vmzi,0) frZs m2 8V®mLtz<Dtmm<D¥MVmtz* mp258 
-2 6 0°C o 

■H NMR (DMSO-d«) ; 6 7. 10 (d. J = 7.53 Hz. 2H), 6.80 (d. J = 7.53 Hz. 2H), 6. 16 (s. 
1H), 4.32 (t. J = 5.26 Hz, 2H). 4.16 (t. J = 5.26 Hz, 2H), 4.10 (dd, J = 9.6, 3.4 Hz. 
1H). 3.4-3.25 (dd J =13.6, 9.62 Hz, 1H), 2.91 (q, J = 7.3 Hz, 2H), 2.59 (dd, J = 
13.6, 3.4 Hz, 1H), 2.66 (s, 3H), 1.25 (t, J = 7.3Hz, 3H). 

^13 4 

5- [4- [2- [2-x^;u-4- K'j^;u^-p>^;u-6-^+v-i. 

6-vfc KP-1-e'J5v-JH Xh^rv] ?T*Ji)V>- 
2. 4~i;^->: 



0«3 3 
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&a<l:£ttB (5 5 0mg) [4- [2- [ 2 -I^JU- 4 - h 'J 7)\,*n 

6 6-vt KP- 1 -fcf'J 5 V-;U] Ih^v] 
7^ftK (700mg, 2. O5mmol) ( IS SHM 3 6 Stf^ 
7 % S*)*»-2, 4-i?t> (240mg, 2. 0 5mm o I ) 0IJ 1 "Cgi 

BJJ Lf=0<t^a)^iiii-e^fc. m p > 2 5 0°C o 

'H NMR (CDCl,+DMSO-d,) : 5 7.70 (s. IH). 7.45 (d. J = 8.3 Hz, 2H). 6.95 (d. J = 
8.3 Hz, 2H), 6.69 (s, 1H), 4.50 (t, J = 4.5 Hz, 2H), 4.35 (t. J = 4.5 Hz, 2H), 3. 1 1 (q, 
J = 7.2 Hz, 2H), 1.38 (t, J = 7.2Hz, 3H). 

0J3 5 

5- [4- [2- [2-x^;u-4- h»J7;u*py*;u-6-;J-*y-i , 
6-*fc Ko-i -tf'JSi^u] ih+>>] 7x-;u**;H f7yjy>- 

2, 4 




ftfl<b£* (0. 6g, 6 6%) «>|3 4T?^7i5- [4- [2- [2-1 
f;i/-4-h'j7^tP/fjl/-6-t*V-1, 6-i?t KP- 1 - tf' J S v 
Ih4v] ^77'Jv>-2, 4-v^-> (0. 45 g 

, 1 0 2 5 mm o I ) frfc, ft 1 7 T'IftUll LfcO)* H«<D#Il"e#f=o mp 1 3 
5°C 0 

'H NMR (DMSO-dJ : 5 7.11 (d, J = 8.53 Hz. 2H). 6.77 (d. J = 8.53 Hz. 2H). 6.70 (s. 
1H). 4.52-4.38 (m, 1H), 4.46 (t, J = 4.68 Hz, 2H), 4.28 (t, J = 4.68 Hz, 2H). 3.4 (dd. 
J = 14.21. 3.83 Hz, 1H), 3.20-2.98 <m. 3H). 1.38 (t. J = 7.33 Hz. 3H). 
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093 6 

5- [4- [2- [2-«*^;i/-4-;f*7-3, 4 - vfc Kp- 3 




mmit£® (1. 6g, 8 9%) 5- [4- [2- [2-y^;U-4-^- 
+ V-3. 4-vfc KP- 3 -4F-M/'J -JU] Ih+v] 7 n -2 
~'(5/'f7 , ; i J^-4-t>(1. 8g, 4. 4mmol) (ISMj 3 5 
b#fit,<D) frb, 0111 9 C5&B) T*l»B^Lfc(Di:^fila)^)Iirf#fco mp2 
4 2-2 4 4°C 0 

'H NMRCDMSO-dj) : 6 11.98 (bs. 1H. n2 0 SfcTO. 8.11 (d. J = 7.50Hz, 1H). 

7.80 (t, J = 7.50 Hz. 1H), 7.59 (d, J = 7.50 Hz, 1H), 7.48 (t, J = 7.50 Hz, 1H), 7.14 
(d, J = 8.35 Hz, 2H), 6.89 (d, J = 8.35Hz, 2H), 4.85 (dd, J = 9.03, 4.20 Hz, 1H). 
4.45(t. J = 5.14Hz, 2H). 4.27 (t, J=5.14Hz. 2H), 3.28 (dd. J= 14.12. 4.20Hz. 1H). 
3.04 (dd, J = 14.12, 9.03Hz. 1H), 2.71 (s, 3H). 

0U3 7 

5- [4- [2- [2-^;i/-4-;j-*y-3, 4 - vfc Ko - 3 V 
Aig : 




$i^%9 (348mg, 8 1%) 5- [4- [2- [2-*^U-4- 
T % /'J^>-2. 4-vt>(409mg, Immol) (00 3 6 Vmtz^O)) 



(Ill) 

^b, 0IJ2 8T?&WLtz<Dtmft<»m®Vntzo mp3 17°C, 
•H NMR (DMSO-d^: 5 8.11 (d, J = 7.88 Hz, 1H), 7.79 (t, J = 7.05 Hz, 1H). 7.59 (d, 

J =7.88Hz, 1H), 7.48 (t, J = 7.05 Hz, 1H), 7.08 (d, J = 8.40 Hz, 2H), 6.83 (d, J = 

8.40 Hz, 2H), 4.44 (t, J = 5.40 Hz, 2H), 4.26 (t. J = 5.40 Hz. 2H), 4.06 (dd. J = 

10.43, 3.42 Hz, 1H), 3.28 (dd, J = 13.8, 3.42 Hz, IH), 2.62 (dd, J = 13.8, 10.43 Hz, 

1H), 2.71 (s, 3H). 

093 8 

5- [4- [2- [2-X^;U-4-**7-3. 4 - vfc KP- 3 




a^b^ (700mg, 68%) 5- [4- [2- [2->5 L ;U-4- 
**7-3. 4-vt KP-3-4r-tV/'J--/U] I h*»>] 7ii;MfJI/] =? 

«jv>-2, 4-vt> (97 8m g> 2. 3 mm o I ) (01] 2 4 t,<D) 

0y2 8-e|ttWLf=fl)i:li]fil(D^JlI-el|fco m P 2 8 0°Co 
'H NMR (DMSO-d,) 8 : 8.15 (d, J= 7.89Hz, 1H), 7.82 (t. J = 7.89Hz, 1H), 7.65 (d, 

J = 7.89 Hz, 1H), 7.51 (t, J = 7.89Hz, 1H), 7.11 (d, J = 8.40Hz, 2H), 6.83 (d, J = 

8.40Hz, 2H), 4.48 (t, J = 5.4 Hz, 2H). 4.27 (t, J = 5.40 Hz, 2H), 4.08 (dd, J = 10.39. 

3.12 Hz, 1H), 3.25 (dd, J = 10.39, 3.12Hz, 1H). 3.06 (q. J = 7.15 Hz. 2H). 2.64 (dd, 

J = 13.82, 10.39Hz, 1H), 1.34 (t, J = 7.15 Hz, 3H). 

0H39 

5- [4- [ [6, 7-v> h*v/-3->^;U-4-5MrV-3. 4-vfc 

Kn-2-^y»j^;u] > h*v] 7i-;^f;H 5 L 7l/'Jv>-2. 4- 




mmitSte (1. Og ( 4 4%) 4- [ [2, 4-^**7-1, 3-^ 

7y«JS?>-5— f;U] :i;*'>] »» (1. 05g, 5. Ommo 

I ) , 2-75/-N->f;i//<>X75 K (1 . 5g, 5. 3 4 mm o I) ^ 

iJIJaZ-elttB^LfcOtl^fiKD^Ii'emco m P 2 5 2°C„ 
l H NMR (CDClg) : 6 7.61 (s, 1H), 7.46 (s, 1H), 7.14 (d, J = 8.72 Hz, 2H), 6.98 (d, J 

= 8.72 Hz, 2H), 5.15 (s, 2H), 4.5 (dd, J = 10.20, 3.30 Hz, 1H), 4.0 (s, 6H), 3.74 (s, 

3H), 3.45 (dd, J = 14.3, 3.30 Hz, 1H), 3.16 (dd, J = 14.3, 10.20Hz. IH). 

0IJ4O 

5- [4- [ [6, h*S/-3->*;i/-4-7Mr7-3, 4-^fc 

Kn -2 'J -JU] > h*->] 7ir;i/>f;H ^7y«;i/>-2, 4- 




Hfcdtt (1 4 0mg, 6 4%) 5- [4- [ [6. l-V* 

i^IU/^U] ^7'/'Jv>-2, 4-«^(2 10mg, 0. 46mmol 
) C«9 3 frb, «H2 8r^Lfc0)<i:^«O^JlSr*f#/c, m P 2 

7 5 8 C 0 



(113) 



l H NMRflDMSO-dj): 5 7.46 (s, 1H), 7.16 (s. 1H). 7.14 (d. J = 7.50Hz. 2H). 6.98 (d, 
J = 7.50 Hz, 2H), 5.19 (s, 2H), 4.20 (dd, J = 10.50, 3.50 Hz, 1H), 3.90 (s, 3H), 3.88 
(s, 3H), 3.60 (s, 3H), 3.32 (dd, J = 13.70 Hz, 3.50 Hz, lH), 2.67 (dd, J = 13.7, 10.0 
Hz, 1H). 

0IJ4 1 

5- [4- [ [3->^;U-4-^"+V-3, 4-vt KP-2-^V/'J- 



5- [4- [ [3->^;U-4-^+V-3. 4-*;tKn-2-*t»/iJZ 
;U] > h*i/] 7i-;MfJH f7';'Jv>-2, 4-v*> (10. Og, 
2 5 3mmo I ) (fl 2 2 0**/— ;U (1 OOmL) ftffJSjft^ 
» tBuOK (3. 40g, 30. 3mmo I ) 0) > $ / —)l ( 5 O m L) 

SCJftU ^*l*MI=1l*IBia#Lfc. BlfttttilU >*/-;u (20mL) T? 

2*5* L, ttttLramk^* (9. 8g s 9 0%) mp3 0 2°C 0 

'H NMR (DMSO-d,) : 8 8.17 (d, J = 7.89 Hz. 1H), 7.85 (t. J = 7.52 Hz, 1H). 7.7 (d, 

J = 7.89 Hz, 1H), 7.58 (t, J = 7.52 Hz, 1H). 7.16 (d, J= S.63 Hz, 2H). 7.01 (d. J= 

8.63 Hz, 2H), 5.25 (s, 2H), 4.12 (dd, J = 10.47. 3.56 Hz. 1H). 3.62 (s. 3H), 3.32 (del, 

J = 13.70, 3.56 Hz, 1H), 2.65 (dd, J=13.70, 10.47 Hz. lH). 



5- [4- [ [3->^;U-4-^4rV-3. 4-5?t KD-2-*t!/'J = 




0IJ4 2 



(114) 



o 



ST J 2 



(40mL) 4>©5- [4- [ [ 3 *)\,- 4 -5j-*V- 3 , 4 

. 4-v*> (1. Og, 2. 53mmo I ) («||2 2-e^t<D) MCa ( 
OH)2 (94mg, 1. 2 7 mm o I ) a>££ft$?#> 1 0 0°ClCin^LfcjE& 

4 0-5 0°C-C§g±lCffcl\fc o #6*lfc*^tt©H(**x— r;U1?|»*<bUfc. 

»&*lfcafe©ISatt<b^«B*ailL, x— rJU (5~1 OmL) T?**L, & 

JSLTSMlb^ (1 025g, 9 4%) %mtzo mp2 2 5°C 0 
l H NMR (DMSO-d,) : 5 8.15 (d. J = 7.89 Hz. 1H), 7.83 (t, J = 7.89 Hz. 1H). 7.68 (d. 

J = 7.89 Hz. 1H), 7.56 (t, J = 7.89 Hz. lH), 7.16 (d. J = 8.35 Hz, 2H), 7.01 (d, J = 

8.35 Hz, 2H), 5.24 (s, 2H), 4.23 (dd, J= 10.38, 3.23 Hz, lH), 3.61 (s, 3H), 3.33 (dd. 

J = 13.70, 3.23 Hz, 1H), 2.70 (dd, J = 13.7, 10.38 Hz, 1H). 



5- [4- [ [3-y^U-4-3MrV-3, 4 - 5? fc Ko - 2 !/»J - 



Mfcdtt'O. 8 9g, 9 0%) 5- [4- [ [3-y*;U-4-** 

yjv>-2. 4-e;^-> (2. o g , 5. 09mmoO m 1 2 -em*: fc<D 

) 4»6,«28 "ClM LfcO) t H«©¥liT?f»fc. m p : 2 9 9 °C 



0«4 3 



o 




J — -N Na 

O 
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'H NMR (DMSO-d,): 5 8.18 (d. J = 7.89 Hz, 1H), 7.86 (t, J = 7.89 Hz, 1H), 7.69 (d, 
J = 7.89 Hz, 1H), 7.59 (t, J = 7.89 Hz. 1H), 7.52 (d, J = 8.72 Hz, 2H), 7.28 fs, 1H), 
7.21 (d, J = 8.72 Hz. 2H). 5.35 (s, 2H). 3.64 (s, 3H). 

r 

«i*^f^MJ8Jtfc. 7^t'0db/dbXttob/ob (Diabetes. ( 
1982)31 (1):1-6#gg) % RXff a/f bW;*;*-7 9 hflU ^fcitfc&^HEx 

ItS^-f (Diabetes. (1 983) 32: 830-838 ;Annu. Rep. Sankyo Res. Lab. (1994) 

,46:1-57) a*<0P£M-e§a&S*lTl^o ^**7>- 7*7 h'J- (Jackso 
n Laboratory) , 3KB. KJ: l J F^^tlfcTh^^^il)^ 057 BL/KsJ-db/db"7 

(J.Clin. Invest, (1990) 85: 962-967) 'NT-P&£<Dt,<Bli, J)MJ&;b<fc<, Jill . 
Ml*jE^T?fe^o d b/d b^f\M/T?l*. T^xtt, i: tlz>r >X 'J 

■fe'J K*«T2?1*SSteS**. JJlTOin vivo^^^H/co 

^7V>-7^7h'J- MM. <fcyiBitLf=8frb1 4i§g&0), 3 5frb 
6 O^^AOX^S^^-r^llltCSTBL/KsJ-db/dbTOX^IIKlc^fflLfco i7 7 

(National Institute of Nutrition) „ /W-r?/*— h\ OK) 
£jSg-5**:o 3 00mg/d I ia±<DiftLli£WT&lM&£HB(=fcffl Lfc 0 i& 
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?'J-t?'J Kfll^i/^ $Om-;i**.$/$r~ tfar;^ l J-trP--;u-3-P04 
tf/K^+i/^— mmm (Dr. Reddya>Br£g, »Bf»^r^^ (Dr 
.Reddy's Lab. Diagnostic Division Kits) /Wf7/^- h\ -f > K) 

RI!Hb£ft$, o. 2 5%a;u**v*^u*;up-xi::&$$i2\ 6BPiU# 

lcS4Lfco *tRB?\/u-:7li. bffc^u (S4H0mi/kg) £4-;Lfc 0 hp 
(Troglitazone) (100mg/kg, BfflS) SIMatttfflL 

DT/DC 

Mi/ h y y y -t y k£&ti-3« (%) = i x i o o 

TC/Z C 

z c = -tf □ a o)%m ?<»m 

t c =isi$ a (Dtiffl <f}\,~ zfom 
d t =§*b b oviMffo- y<om 

*^(D^b^li^fc, ^fflLfcHKMr-n U^xP-JUSigT-f £St4£ 
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«4fi 




mM {ftls 3 — 7, \y-r< /HO 


b 'j /y-fe y k 




mg/kg/da 




(%) 


<0{£>* (%) 


0»J3 


1 0 0 


6 


6 7 


1 2 


MS 


1 0 0 


6 


4 1 


3 1 




1 0 0 


6 


6 6 


3 5 


m$ 


3 0 


6 


4 6 


3 5 


0>Jl 2 


10 0 


6 


7 1 


5 7 


15*1 1 3 


10 0 


6 


5 2 


5 7 


0*1 1 7 


3 0 


6 


6 5 


4 5 J 


mi 9 


3 0 


6 


7 3 


7 0 


m2 1 


3 0 


6 


6 4 


7 fi 


0ij2 2 


3 0 


6 


5 5 


4 1 


012 4 


1 0 


6 


6 3 


1 7 


mi i 


3 0 


6 


3 2 


4 2 


012 8 


1 0 


6 


6 3 


5 7 



„ ifJilKlfiuGl (hyperlipidaemia) ariffeO^aoj^d^^lttl^^O^iS 
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[¥#smie§] 1 s 4 &<d 8 % i m 



[SdlB] ?fiElO#8^25B (1 998. 8. 25) 



fiU X, YXI*Z0>1 Orf)<C = OXIiC = S£aU X, YWZ«W|l) 
A«C=X[*C = C*a*3-r. Rl. R2&tfR3|± X , Y£L<liZ±. XliM^ 

, tKo+vXii-hP, xi*7;MrJU % i/$P7;MF-;k 7>us**>, *>?p 

n77il/+;k 7vJk 7 t h'n+i/7;^k 75/, 7*>JU7S 

7U-JU75A 75;7m, 7M-M/?Mrv, 7)\,***sl3)\,tii-)\, 
, 7^*iU7 5/w 7;UP*S/7;MrJk **7)l*)l. 7 )\,*r)l=f-*. Xl*73 

«»*tlfc»*«-r^, fib, R 1 , R 2 XliR 3 #^3itJI^±lZifc£i§£ > Ctl 

jW<. XttR 1 , R 2 ;&tfR 3 <Df5Mlfr2 0fi, C*l&j&«|g*LTl*5l»ttLfc 

-«ficjjp o r 1 ui±a> - s*g£ £*rr -5 4 * e> 7 ©^^(Dg^xtt^sm 
^&^llA^bp^$t^i)1m±a)^■T■p^i : f•^WLrt^rtJ:L^o - 

(CH 2 ) n~0- (IL, nl*1-4 0)fiSBg(Z)S»T?fc§o ) IC* y»$i|v6IB 

[*, ttfticaftstifc-fiBoMftxtt'v-rpaai^a-r. .R*i***ai^, m 




Y-/- 
R 3 




a) 
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XliRSliR^-JtKfcoT 

2. xA<c=oxiic=s-efetK yar/z/)<=cat;c=cA>c,^^ti 

3. YA<c=oxiic=sr*&y, xai;z^=c&i;c=c^b^$n 

4. 2^<c=oxiic=sT?fcy. x&t/Y*<=cat;c=c^f,ji^$ti 

s /\py>, thW, - ho, xf*, 7iMr;u* $/*o7;Mr/k 7;ua* 

5/*P7JI>3*$>, 7';— ;k ^fa^^'Jik ^fD7'J 

-Jk ^fn?7^k 7v/k 7vP4rVs fc Kn*S/7JHr';k 75/, 
7vJU75/, 7'J- < /U75A 75/7;i/+;k 7U-;M"*v, 7;Un*v 

4uuK=ju, 7;b*;u75/, 7;u=i**>7;Mr;u* ^*7;Mr;k 7;u*;u? t 

6. il*©«SHSSia»c|B«fl!)ft^«l-C*or, R 1 . R 2 X[*R%^H 

*-toii!fc»-c*y, e&xi*&s& (ci-c 12 ) 7^*;u : g&xtt*i®& 

*>^D7m ; 1I&XI±M&7y-,/U : mW&.ltmW&7?)\,*)\, : S&X 
tt*H*'VrP7y— iU : S*XI*»ia^T , P-9--r^ : 7)\,^*r s yh)\,K 
7';-;U^-4rV*^-;U : 75/ (Ci~C6) 7;Mn>U : t KO^-> ( 

ci-c 6 ) 7;u*;u : *;j- (ci-ce) 7/u*;M*tf7->;u**yfc*»*&a 

7. 'T*DiBB»iw=Bil©«;*lfc-e*or, r 1 ; R2xteR30fMi* 
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7*>;U7 5/s 7 5/7;Mn/k 7 'J -JU***X 7;1/3*v2jJI/tK- 

8. st ( 1 ) ©^**«5i-r**aT?fcor, 

R2 V -^(CH^-O-Ar-L J{ 

Y-/-N , N— H (l > 

o 

ya<C = XI*C = C£gtrfo R 1 , R2&t;R3|ix, YgL<l*ZJ:, X 

s /Nay>, t Kn^rvXii- hn. Xii7;u4r;u. *>£P7/Mr;k 7;u 
□ ^P7;i/3^x 7M— ;k 7?;Mr/k ^-tp-im* ^ 

TPT'J— ^TP77;i/^U, 7*>Jk 7i/P**X t KP**>7;Mr 
Jk 7 5>\ 7v;U75/» 7'J-;U7 5/, 75/7^k 7'J-;M" 
7JI/D*V* JUtf-^k 7;Mn/U75/, 7;i/P* v7;i/+Jk 



021) 



CH 2 ) n-O- «IU nl*1~4(7)®ga(DSiai?fc^„ ) ic^ygstia 
(a) St (IV) 0Mb£$l£, 

>T 2 («V) 



5t (V) Olb&tob&J&U 

L 1 - (CH2) n'O-Ar-G (V) 

<iu a rjti;ni*5feicjg«LfcayT?*y', iJi*/\p>r*>ji^ xi* 

xC (III) (O^^iiu^:, 

X^ ^2 

H Y-/-N (CH^— O - Ar-G d«) 
R 3 

<§U GI*-CHOg££U X, Y, Z, Rl, R2 % r3 % nS^Ar 

tt*i:«iLfciyeas*. 

(b) X^r-y? (a) Vmtltz-t&X (III) COflsMt, *7 % /y$?>- 
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(CH^— O— Ar 



(X) 



fit, R 1 , R 2 , R 3 . X. Y, Z. nMA r lifclC^g Lfcil y "Cfc 



(c) Xf^ (b) "CUfcS (X) aMt^fcitTcLTit (XI) 0>fcg«g$ 



<1U Rl % R 2 , r3 % x, Y, Z. n&(/A r lifting LfciiyUfe 

9. sc (i) ofls**t«frr**a-c*or. 



<IU x, Y&tfzan o#c = oxf*c = s£gu x, Y&tfzcon 

y*<c=xi*c=c£a*rr. r 1 , R 2 &r;R 3 ttx, Ygi<i*z±, x 

, /\n<r>, t Kp*S/XI*- ho, XttT^HrJu, pt^MtJK yju 





k Z R 4 0 

I A N 
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7;u*;k 7;u*ju^*\ xi*a;M*>&£L<i**-a>g§^i*. xi**;u* 

±)iif^m^\tx)\,it^nm^m^tii^ti^§km^ < o xi*rK 

R 2 &t;R 3 <D<5Itl^2 0li, 

fiLhflD^rPJH^SMLri^-C**^. - (CH 2 ) n -Q- nl* 
. XI* X. YSL<l*z£rtLTl6£**i?5. Arlt ffltKWftaFfifc 

;u*;ug£$-r*\ xi*»»»At-»ic)a:oTie^$»fi6-r'S. Ai*gif§ 

W^xi*cr5* «§LR 5 i*7Kift. xi*«»7;Mr;ug£a-ffr 
, XI*R 5 l*R 4 <k-&lcfcoTil8££^jrt3o ) Bl*. AA<CR 

* (VIM) <D4t£to£. 

>C z 

* +(CHA L. 1 (VIII) 

R 2 V/' N 
R 3 



fiU R 1 , rK R 3 , X. Y» 2, ni*5fei=s«Lfcayc*y, iJl* 
* (XII) OMbdfcfcfilC-r*::*, 
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HO— Ar- — I O 




(XII) 



10. it ( i ) ©fls*»*»rr*aa-c*«3T. 



<IU X. Y&tfZtf>1 *3j&<C = OXI4C = S£«U X, Y&tfZflSI 

y#c=xi4c=c£mrro R2at;R 3 iix. ysl<i4z±. x 
, /\py> % t Kn4r*>xf4~hp, xi47;u*;u, i/^P7Ji/4;k 7;u 

P**X y^n7;i/3^'X 7U— ;k 77JMr;k ^xP-tM*«JJk a. 

75/, 7v;u75/, 7y-;u75/s 75/7;i/+;k 7'j-;u;j- 

7;UP*vrt;U/K-^ 7;U+JU75/. 7JUP*i/7JU4rJk 

>KSL<f4-ea>s8»(»^e,ii^$*i^ffiE(=a«i$tifc«$s-r^ 

, R 1 , R 2 XI4R 3 A<^H^±lcfc^^ % d*il4*SS§, /\oy>, - h 
P. *;U#>»Xf4X;i/*>tt«*ai<E^i:t\5*#A«ft<. XI4R1, 
R 2 auJR3<DRtiA^2of4, £;h.&jMMrLTl**»ttLfcW^£-lil::JS: 




Y-/-I 
R 3 




(I) 
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CH 2 ) n-O- «§U nl*1 ~4(D©ffl0>g&T*fc6p ) ICfcygStl*, 

msmt, z (fit. ziic=£a-f 0 ) ^LT^^tta^o Arit 
>xi*i£«R7;Mr;ug££-tA\ xii^SAi-it^^oT^^^fie-r 

£o AI*gfSiJr?-XI*CR5g UILR 5 !**^ /\ny>, XI*. ffi»7;U 
CR5-ofe£i§£. B«Xf*fiftJtII?$$U Bl*. Aj&«a*IS^-C*5« 

usages*-. 

a) xC (XVII) OitSMZs 

R 3^ (XVII) 

^NH 2 



du rK R 2 »tfR 3 i*5fef::£*LfcayT?fcy» xi*c=oxi*c = 

£«Lfc«kd<P«*ifi*»rt-r**^, xiic = oxiic = s^$L, yi* 
C = C£«U Rtttftlcj&BLfcay-Cfc*. 

a (xvni) oft**tfiit«c:fc, 

R« 

D-(CH 2 ) n -0-Ar— / 

I NH < XVm > 

flU Ar, a. Batfni*5fej=»Lfcayc*y, DI*-CN 
xi*- c (or?) 3 emu r 7 i* (C1-C4) 7;Mr/u-efc& 0 ) xi±- 

C (=0) -R8 (fiU R 8 l*-OH, C I % Br, I „ -NH2* -NH 

r. oR-e&ot, RA<«»7;^uST?fe^*a)^bS»?$tU'5^ s xi* 

R8|*o- (C = 0) -R9-CfcoT> R 9 A<e«XI*»ttLfc (C^-Cs) 
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i 1. fS*a>$5ffimi o«icis«a)^r*feor, 5t (i) a>flsfc«ja<st ( 
xix) ^b^a)+F B ii*<D^fie^^LrM$ti'5^, 

^NHR» 

R 3 -£ R 4 



^NHCO— (CHj) n -0-Ar— 1^ 



(XIX) 



I NH 

n 



<§U X, Y % RK r2 % r3^ n% Ar% R 4 % As at;BlitS^O)©H 

1 2. is^a>©fflmi oii&tfi&i imizsmoxmvto^x, -aaa (xi 
X) a>4«p H li*A< 

-NHR 1 

R 3 *Y 9* o 

^NHCO-(CH 2 ) n -0-Ar-\ (X |X) 

I 1 NH 

<IU X, Y, R1, r2 % r3 % n% Ar> R 4 s A ^ 8.xSB\tffi#(Dmm 

sau, x, y, z. rK r2 % r3 % Ar ^ &vntfm>ft<Dm®%'\mvfem 
Lfcifcyrfc-sse (i) <D^«!issiig-r-5^ / 'ST?fcoT, a (xiv) <Dit& 



(127) 



X -f- (CH 2 ) n -0-Ar~CH 2 -CH-COOR (X | V ) 
R 3 J 



{IU RK R 2 , R 3 . X. Y, Z s n, A rli$feJC^§Lfciiy"Cfcy 

, JI*/NPy>JI^ Xlifc KP*vgT?fcy* Ri*<si&7^;us-efc§ 

14. xC ( I ) CD<t£^£$3t?**fc-efeoT, 

pi N 

-^(CH^-o-Ar-L i 
Y-/-N A N _ H (I) 

0 

fcu x. Y&ifzai o#c=oxiic=s£au X, Y&tfZOJg! 

y 



#C=X[*C = C£S*rfo R 1 , R 2 &tfR 3 liX, Y£L<I*Z±, XI* 

s*®*±a>*-cfcy, SMort, xttjtfcorivctj:< % TKfiL 
P7U-;k ^fn?7W, 7*>;u> 7 t Ko+i/7;i/+;b 

,757, 7v^75/, 7'J-;U75/, 75;7Jl/+;k 7'J-;M-* 
X 7;U3 4rV*;U7K-;U, 7^757, 7JU3**>7;MrJk =f-*7 

R1, R 2 XI*R 3 rf><giSiiI*_tlCfe*J§£, C*ll*7kfSt, /\Py>, -hP 

x 1 Ki±o)-miis^$w-rs4^f, 7«>a[?0!>Btfexamft9««jft$» 
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Rifmm^m^ti^M^^o^o^^^Lx^xt^o - (c 

H 2 ) n~0- «IU nl*1~4<&®ffl<Dg»-efc& 0 ) y mZftZlfc 

Arii % ff*rcfi«i*tifc^fiiiia)*sttxtt^-TPaa*a-r. R 4 i**fft 

(a) GA<CHOl$$L, ftfl)fi^ftl:j||LfcaijTfft«a (III) O 
KT?S5cU 3 (XVI) 

\ -f — (CHz)n — 0— -Ar — CH 2 — NHOH (XVI) 
R 2 y-VN 



(b) (XVI) (D<b^^/NP*;u/H-;i^f y*>7*— hxiir;u=3^v* 
i***;u#=;i,fcai-eMu r1, r2, r3, x% Y, Z, natfAritJfel: 

1 5. ^tc^ffl3&-flfta (i) oitsm** xt (xx) -ca**i*. 




XA<C=OjgL, YA<C = C^iU ZA<=C^IL, n#S»n?fcy % R 
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1 #>^Ug£SU BjWBJtDSCMau R 2 MR 3 A { Yi-il:/«{ot7i 
a) 3t (XXI) (Mt&mZs 

' =0 



R 10 O. 



y o v 0 X (xxi) 

0 



^3t50)il7C^^ffl^rji7cL, it (XXII) <Dit£W)£®ZZt. 

y o o (xxii) 

0 



b) ft3fc<D£tt£fiH>XiC (XXII) ©ft^«B*«I*»»L, xfc(XXIII) © 




c) it (XXIII) ©^^*»/\py><b^XI*/NPy^ba«I^SJ£L> 5£ 

(xxiv) (Ditsmzmzzt. 



D ^0 



<IU DliCOC I XliCOB r Xl*-C ( = 0) -O- (C = 0) -r9 
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d) (XXIV) (Dlb&tob* (XXV) ©<b£tl£EJ£U 

o 



NHCH3 



(XXV) 



5felc^gL/iiC (XX) (DitSVlZ. iC (XXVI) ©<t£%©*F B m©fl2fi££:fr LT 




j0ry.' ■ ,)o<v, » 



CONHCHj 



e) a (XX) ©*b£fc£*©am<ii::i=ttSL3<5«, Zteto. mfflofct 

SC (XXVI) ©toS^JUb^tU St (XX) 

1 7. sS#©fSfflmi JST'^gLfcxi: (I) ©<b£%. 



Stfl^WKi^L 5 *ft*!U «»»XI*VJU*-h (solvates) 

1 8. mi *:Mz;u, torn. >n^, jgjStxiiSS^cD^ffiwii^a)© 
ami 7^icEma)^M«afie^o 

1 9. -r>X'J>Statt^lRglM^6«I^*-XA(D«JSlcfe-Sj3lS^IW 



031) 



*c:**ji«Lfc*sfc. 
20. m*<ommmi 9m\z&mo*%v&^T. mmmmmmmms v 

hi— XM^MH. P^flgglfllS (dysl ipidaemia) , ^iftLEs E'DHS^B (cor 
onary heart disease) , 7-rP— A®fl;£s fEffiSLXf&Mizf&MLtz'f >XM 

>«$ti3u »s#kd^#s, &mm&w&&mm (pcos) % 

It. 3fc#!EgSS, 5^ P^SS (microalbuminuria) % «£RS-Cfe£^fc 0 
2 1. SC (III) <D«t>ritt. 

R Yy-N (CH 2 )„— O — Ar— G (I") 

fflU Gtt-C'HO, -NH2, -CH = NOH, -CH2NHOH, -CH2 
N (OH) CONH 2 . Xli-CH 2 CH (J) -COOR (ZZX\ JlttKD 

s YXItZ©1 0*<C = OXIiC = S^Ls X, Y»i;z(D»yA<c=xi*c 
= C*mt>to R 1 , R2atXR3|*x, YgL<l*Z±, XI4tt*fiK^0!)*T»fc 

, 7vP*v, t KP+i/7;i/*;k 75A 7*>;U75>\ 7'J-^75/. 

7?y7;i/*Jk 7 'J 7;U3*i/*;u^-;u, 7ju*;u7 5A 7 
;u=i*£/7;Mr;k **-7;u*;u, 7;u*;u*;j\ Xf**;u7t?>KgL<ii^a) 

$a-T*<, fiU Rl, R 2 XI*R 3 *<gS§Jiii?-±lz<fc*J§^ Z*U***. /\P 



(132) 

£ LTl^TtJU^ - (CH2) n~0- (fiL, nli 1 ~40>$5B0>g&-efc£ 

o 

2 3. I*OKHK 1 atEtOfc^-Cfcot, TSBaMb£*i*yfc«» 
5- [4- [2- [2, 4-S?*>JU-6-3j-*V-1, 6 - v t K P — 1 — 

t m = v-;u] ih4v] =f-7*/ l )i»-2, 4-V*>&xf 

5- [4- [2- [2-X^;U-4->^U-6-^-dF-V-1 , 6-i/fcKP 

- 1 -tf'J = v-;u] xh*v] TTWV^-Z, 4-S?;j- 

5- [4- [2- [4->fil,-2-^Pe^-6-t+V - 1 , K 

P 

- 1 - fcf'J = v-jU] ih+«>] 7ii7^fiH ^7"/'Jv>-2. 4-v 

5- [4- [2- [2-^;U-4-J<5 1 ;U-6-^-+V- i 1 . 6-vtKP 

- 1 — fcf 'J 5 v-;U] Xh*v] 7i-J^fJl] *7V l )Z»-2, 

5- [4- [2- [2-X^jU-4-:7x=;i,-6-*-4rV- 1 , 6»i/tK 
P-1 -e'J 5 v-;U] lh^>] 7iz;Mf^] f7 4 ;';*/>-2, 4-v 



(133) 



5- [4- [ [3-*^l/-4-**7-3, 4-2?fc KP- 2 -%*-VMJ=. 

;u] * h*v] 7i-;i,>fii/] f7 7'Jv>-2, 4 -v* 

5- [4- [ [3-X?;U-4-**7-3, 4-i;tKO-2-+t 4 /'JZ 

5- [4- [2- [2-^^^-4-^7-3. 4-2fc Kn- 3 
•J-;U] ih^-v] ^lijWf^] ^77*'Jv>-2, 4 - v*>&lR0)J£ 

5- [4- [2- [6. 7-S?> h*S/-2-X^U-4-;J-*7-3. 4- 

4-v^>&U:^0!)^, 
5- [4- [2- [2-If^-4-/f;i/-6-t*V-1, 6-vtKP 

- 1 -fcf'J 5 v-JU] lh+«>] ^-^7';v>-2, 4-^ 

5- [4- [2- [4->fil/-2-7D^-6-t^V-1, 6-i?tK 
□ - 1 - t? M 5 V-;U] Xh**>] 7ii/Mf^] **-*7 'J S»- 2 . 4- 

5- [4- [ [3->^;U-4-^7-3, 4<-i>t KP-2-*^7U- 

2- [4- [2- [2-X^;U-4-^^;U-6-^+7- 1 . 6-2/tKP 

- 1 - t°'J 5 V--/U] ih*v] -1.2, 4-7f-^v77* 
U>-3. 5 -v* 

2- [4- [2- [4->^;U-2-^Pe;i/-6-^"4r7-1. 6-i?th* 

a — i — tf U 5 xh*v] -;u> ^ju] -1.2. 4-tW7 

2- [4- [ [3->*;U-4-**7-3, 4-vtKP-2-^t'yj- 
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JU] y h^rv] 7ir/MfJl/] 1, 2, 4-**W7*J*)V^-3, 5-is 
5- [4- [2- [2. 4-v^^;U-6-^V- 1 , 6-vtKO-1- 

5- [4- [2- [2-X?;b-4-;(?jb-6-;Mr7- 1 . 6-vtKn 
- 1 -tf'J 5 V-./U] Xh**>] 7ii^fU>] f7V'Jv>-2, 4-v 

5- [4- [2- [4->^U-2-^PejU-6-^V-1, 6-5?fc K 
□ - 1 -eU 5 v-;U] IMPS/] 7iz^fU>] ?7V l )V>-2, 4 - 

5- [4- [2- [2-1^-4-71-^-6-^7-1 , 6 - v t K 
P-1 -e'J 5 v-;U] lh + «>] 7i-;i/>fU>] ^77'Jv>-2, 4- 

5- [4- [ [3->^.;u-4_^^.v-. 3i 4 - v t KP - 2 -4=-M/'J - 
^U] * h**>] 7iz;^fb>] ^77'JS»-2. 4 - $?3t->»tf*0Dtt, 

5- [4- [ [3-X*j|,-4-3j-*V-3, 4-vtKP-2-+tyjz 
>U] / h+i/] 7i-JW fl/>] f 7 V* 'J v >- 2 , -4^t>R(/f <DH, 

5- [4- [2- [2-^^-4-^7-3, 4 -vt KP-3 
■J=.;U] i^y] 7i-J^fU>] f7V*^7>-2, 4-v*>&t/*-(D 

5- [4- [2- [2-X^;U-4-^V-3, KP-3-*t*; 

5- [4- [ [3-**;U-4-;f*7-3. 4-S?fc Kfl-2-WJi 
;U] t h*v] - 3 -> h^>7i-WfU7] ^77Uv>-2. 4-v* 

5- [4- [ [3-**;U-4-?Mry-3. 4-7t KO-2-^rtV'J- 
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5- [4- [2- [2->^U-4-*-*7-3, 4 -S?fc KP- 3 -**7 

AJtfi, 

5- [4- [2- [2-X^;U-4-^V-3, KP-3-4t 4 / 

5- [4- [ [3-^^;U-4-^"^rV-3. 4-vt Ka-2-+t 4 /'J - 

5- [4- [ [3->^;U-4-^^-V-3, 4-i/t KP-2-*± 7'J- 
;U] / h^ri/] 7i-;i/>fU>] f t 77'JS?>-2. 4-^>,>h'J^A 

2 4. 3ttjft#£ LT<Dli^O)©fflm2 3«(c8B«<D<b^«l. &(/IS^WlC 
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(51) Int. CI. 7 

A 6 1 K 31/513 
31/517 
31/519 
A 6 1 P 3/06 
3/10 

C0 7D 417/12 
471/04 
495/04 

(81)tt£B 



1 0 5 

EP(AT, BE. CH. DE. 



1 1 8 



F I 

A 6 1 K 31/513 
31/517 
31/519 

A 6 1 P 3/06 
3/10 

CO 7 D 417/12 
471/04 
495/04 



118 2 
1 05Z 



T-73-K (##) 



DK. ES, FI, FR, GB, GR, I E, IT, L 
U, MC, N L, PT, SE), O A (B F. BJ. CF 
. CG. CI. CM. GA. G N. ML. MR, N E, 
SN, TD. TG). AP(GH, KE. LS. MW. S 
D. SZ. UG. ZW). E A (AM, AZ. BY. KG 
. KZ, MD, RU. TJ, TM), A L. AM. AT 
. AU, AZ. BA, BB. BG, BR. BY. CA. 
CH. CN, CU, CZ. DE. DK, EE, ES. F 
I. GB, GE. GH/HU, I L, IS. J P. KE 
. KG. KP. KR, KZ, LC. LK. LR. LS. 
LT. LU. LV. MD. MG. MK. MN, MW. M 
X. NO. NZ. PL, PT. RO. RU, S D. SE 
. SG. SI, SK, SL. TJ. TM, TR, TT. 
UA. UG. U2, VN. YU. ZW 
(72)&W£ Q-?*. fcf y**- ?-X/\> 

YVKS. /WK7A-K 500 033, S? 

afcfM- • t;uX. □— K ■■*->/<— 

50. yuy h • 986 
(72)»W# • 

*>KS, /WK5/<-K 500 033, 9 

atfu-- t;i,X, Q-K 

50. ZfOy h 986 
(72)5fi^# /^-tr'J. 

Y>KB. 500 050. 5 

X-f^ ••*•>/*— 5—8 
(72)&E# 5>#-T?K/\/<> 

Y>K@, /WK9/<-K 500 050. 5 

x-r^ 5—10 

(72)«W# 7V^/<7> 

-f>KS. A-fK5/<-K 500 873. *f 
8—3—682. (*9i/+*-*9--X 28 



(137) 



(72)&W# ?*$7/^Ut*, 

-T > KS, /W K5/<- K 500 038. X 

X • • i-iS-)V. 283/3 7-;u 
T4— . 7tf • fvV • 7/<- KpO-y, 
77»;h •■*->/<— 104 

(72)3SH% • -y— • XX 

-TVKS, 500 872, 0 

*i»/«j-, tr-e- ■ • e~ 

x-f • bf-. ?/\** • J-tf-jb • a □ 



